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(57) Abstract: Novel eiythromycin derivatives 
of general formula (1), characterized by 
an acyl group introduced at the 3-position, 
a cyclic carbamate structure fused at the 
11- and 1 2-positions, and a five-mem bered 
heterocycle on the 11 -position substituent, 
one of the nitrogen atoms of which is bonded 
to the 11 -position nitrogen atom through an 
alkyl group, and having potent antimicrobial 
effects on erythromycin-resistant bacteria and 
Haemophilus influenzae. 
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MitLTtel2:<^$nTl^7^n7<K^M!|lTS5„ L*>U X 
(*!I#»Sf!4331803*|) tt. ftfc»r*5fc£tt*t«D % &n&#P#«£#|*|ia 

igtt^iuxDT'f >'>fcjt^«nTn*c:t3&i*ssnT^*. sec, » 

#C«t*«S«^ft5 (*H#iH631354*t, W09823628^) „ 



I'JX □•■7-1' x >SI»flc©ta»A t5t»Ti**WLft»#. 
XUXD-7^* y>O3ftl:*«l07->M*9AL, 11,1 2fe«it<^ 'J v 

3C (1) 
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NMe 2 

O^ZStZ. (1) 



V^ 2 

o o 

^0-^-2-^^1, 3t (2) 
R 3 

— 



' (2) 



V 

mm^ttbizmyv-fr- i -<;ps> fh7>/-;i,- i --r;pg, 2-f 
u x'ttiigfxi^i^^^t, x\ x 3 , x«&tfx 5 tt, ttftft?. * 

C— R 5 (3) 

- Hps. ^IfSi-307^;i/S, ^If»3-6«y 
E^JE^Sl - 3©7;io*->#;i,#-;i,g, Aoy>| ( 7 = /^ t p 

7/»xtt->7y^^;ps^^-r. ) ^snss^^t^xiis (4) 

N— R 6 (4) 

^^&2-6©7;^;u»T^0. x^jps> 7Dhf^S, 
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». x*u>*. yneu>*. ^p>», g*5 

Mx;i,g, :/o#*x#;i,#-;i,Sfc££^-f. 

**_*»t*d. R 2 a, ff*u<K, euvm e^yJH, f7 '/'j;H 
TfcO. X'. x 2 . x\ X 4 Ry:x s ^^^^5M^#^T^$tisStt, 
L<». eau;u«. e^»/u^as, -f3^/g;p* % hg7^jM ^x- 

^«$«*-r^> 0 fn^n fctA(i»»;yDet>», M j7 

***5>* 7ytf>». xXfO. N-7tf^XfO, W. Hfc 

fein«^Ti 0aioo-ioooBgT*o, cn*i B2-3isii:Mtm5 

#aifeat««fcj:oTafi*«r* 
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(5S+. R\ R\ X\ X\ X\ X<&tfX^*mmtmCT~$>Z 0 ) ?tat>i5 

mteftmommmmizmmtsnx^z. 10, n-r>t h*n-i2-o-<5^ 

fctt#^aET^ffi$-e-^^<h(IcfcO, 11, 12-lM?'J^27-A*-h#:£^ 

«m«is»##«2i:*t. 
###11 4-(lH-<$y>/-;i/-i-<^) 75 1 ;i/7 5>©^ 
TK^ft^- h 'J r>A468mg(19.5miDol)^^^^;U5fc;i/A7 5 H fzM}Sc?1±T7K?n L 
fc. ^ZWZ^ 5yV-;H.33g(19.5mmo{)?:ijn^T15^rBm^. N- (4-7P 
*r7^) ^^KS K5.50g(19.5mmol)^Jn^, S6fcl«W«#Lfc. 

1.7iK35..4bbo1)S1pA. |5KrDQftlMllKL^. y-;U£fltJE@3c&, 1 

S'SATftJlU »«E£«flES£L.T4- ( 1 H--f ^ 1 7 

^7 5>l:07g*S|fti|fttt»Sa:LT#fe. 

^yV-^2.40g(35.3mjnolh N — (2-7d ; &X5 1 ;P) 7*;K5h'6.00g 
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(23. 6mmol), h U X^;P7 ^ >9. 84ml (70. 8mnol) ^;i/*;UA7 5 

U IHTCTIWBHI^Lfc. l»x*;k *T#*U :£*IJI£*T2 

-n£**/-;H'i§fcu t K75?>-*»*0.27il*lPAT8«?nBiP»a«L 

^mmi ll-^^x-ll- [4- (lH-<=^/-;|,-i-<;p) 
H^HFttS^ WO9823628IB«©10, ll-7>tKP-2' - O - 7-fe^- 12 

-o-f$y>/ijM^-;i,-3-o- (2-e-ysw) 7-fc^-5-0- 

7- x;P - 6 - O - * ^;PX UXDy 7< K A 500mg(0. 605mniol) d: 1 
T^fiELfcfl;^ 421mg(3.02mmol)£ 1, 1, 3, 3 -7- h =y *^)\,*?7 ±V> 
70mg(0.605mmol)$r7-fe hxh>j;P5mI{c^^L» ^ST12l$F B Ut#Lfc 0 

E«»£lM&X7\ik *£Jn*.T#ijgLfc. Gmrnz*. . 
»ft»««K*^^y~;P10ilK:»*LT5«flBIlDi!ia*L&. }§&£MJE@£ 
A : : 7>^E-7* = 25: 1 :0.1) UTiiU tSiiftS&430ii]g£» 

IonSprayMS m/z:856. 4(M+H) + 

'H-NMR (500MHz, CDCh) 6 (ppm) :0. 80(t. 3H, J=7. 3Hz, 14-CHa). 2. 30(s,6H, 3*-N(C 
Ha) 2), 2. 99 (s, 3H, 6-OCH3), 5. 00 (dd. 1H, J=1J. 0, 2. 5Hz, 13-©. 5. 05 (d, 1H, J=10. 5Hz, 
3-H), 6. 93, 7. 03, 7. 48 (s, each 1H, imidazole-H) 

,3 C-NMR(125MHz,CDCl 3 )6 (ppm) :40. 3(3' -N(CH 3 ) 2 ), 50.1 (6-OCH3), 157. 4(carba 
mate), 170. 5(C-1), 215. 8(C-9) 

nmmz n-x:**->-ii- [3- cih— r*^/-;p- i-dv) fu 
tr;n 7$y-5-o-f i ;t$^-3-o- ( 2 - tf u ~>~;p) 7*^-6 
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10, ll-7>tKD-2' -O-T-fe^-n-o-.-fS^vrij^*^-^ 
-3-0- 5-0-tV*5=JP- 6 -O-*** 

500ng(0.605mol)£##m<h|i3«K:££L&3- (1H- 
-f 5*1/-*- 1-- f A,) ^De^75>37tag(S.02mol)ftfflVJT*|fi«l tH 

lonSprayMS m/z:842. 3(M+H) + 

'H-NMR(500MHz,CDCla) <5 (ppm) :0. 83 (t, 3H, 1=7. 3Hz, 14-CHa), 2. 29 (s, 6H, 3' -N(C 
H 3 ) z) , 2. 92 (s, 3H, 6-OCH3) , 5. 00 (dd, 1H, J=l 1 . 0, 2. 0Hz, 1 3-H) , 5. 04 (d, 1H, J=l 1 . 0Hz, 
3-H). 7. 02, 7. 04, 7. 55 (s, each 1H, imidazole-H) 

1 3 C-NMR (1 25MHz, CDC1 a) 6 (ppm) : 40. 5(3' -N (CHa) 2 ) . 50. 2 (6-OCHa) ,157.6 (carba 
mate), 170. 7(C-1), 216. 0(C-9) 

«0U3 11-5***^-11- [2- (lH-f^yy-jKi-^^) if 
M 7>;-5-0-tV^^- 3 -o- (2-e-jyiP) ;u-6- 
O-^^iiJxny^KA 11, 12— H^'Jy^ *-A^-h©^jJ 

10, ll-7>tKD-2' -0-7-fe^-l2-0-< Sjryij^^-^ 
-3-0- (2-trU^) 7tf^-5-0-ry^-;i,-6-o-^^ 
XUXD/7>T KA 500iig(0.605iiiol)t##«2T^«Lfcft:^«l69Bg(1.52i 
mol) Zm^xmmM 1 fcH«©«fls|c* DHSgfl:^200mg£®£ o 

lonSprayMS m/z:828. 4(M+H) + 

'H-NMR(500MHz, CDC1 a) <5 (ppm) :0. 80(t, 3H, J=7. 5Hz, 14-CHa), 2. 29 (s, 6H, 3' -N(C 
Ha) 2 ) , 3. 06 (s. 3H. 6-0CHa) , 4. 87 (dd, 1H, 1=11,0,2. 0Hz, 1 3-H) , 5. 06 (d, 1H, J = l 1 . 5Hz, 
3-H), 7. 05, 7. 10, 7.64 (s, each 1H, imidazole-H) 

' 3 C-NMR (1 25MHz, CDC1 a) 6 (ppm) : 40. 3 (3' -N (CHa) ,) , 50. 1 (6-OCHa) ,157.2 (carba 
mate), 170. 5(C-1), 216. 1 (C-9) 

mmm4 11-x^v-ii- [5- (iH-> r5^v~^-i-<;u) ^> 
7$y-5-o-fy^ = zj[,-3-o- (2-tf'jy*w 

-O-^fJUU^D/^KA 11. 12— tM^Uy* *-A*-h0-&£ 
10, ll-7>tKD-2' -0-TWJP-12-0— fS^/ij^jp*-* 
-3-0- (2-KU5W 7t^-5-0-fV1r$-)P-6-0-^;|, 
XUXD/7<HA 500ng(0.605mmol)t##«s|i ^TOic^ Lfc 5 - (1H- 
<^^-l-<W^>^7? >740ffig(i83lraol)$ffl ^ T ^ Jlt ^ 

«©«fEfc«fcD«gfc£*i53()iig£*§fc. 

IonSparyMS m/z:870. 3(M+H) + 
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'H-NMR(500MHz, CDCla) 6 (ppm) :0. 81 (t, 3H, J=7. 5Hz, 14-CH 3 ) , 2. 30(s, 6H, 3' -N(C 
Ha) ,) , 3. 00 (s, 3H, 6-OCHa) , 5. 02 (dd, 1H.J-1 1 . 0. 2. 5Hz, 1 3-H) , 5. 05 (d, 1H, J=I 0. 5Hz 
3-H), 6. 92, 7. 03, 7. 47 (s, each 1H, imidazole-H) 

1 3 C-NMR (1 25MHz, CDC1 a) 6 (ppm) : 40. 3(3' -N (CHa) 2 ) , 50. 0 (6-0CHa) , 1 57 3 (car ba 
mate), 170. 4(C-1), 215. 7(C-9) 



s sM 7$;-5-0-m$-jl,-3-0- (2-tf'Jv;i,) 7-fe^-6 
-0-^;nijxn;7-fFA n, 12-tWJ^ *-A'*-h©^ 

10, ll-T>tKD-2* -0-7t^-l2-0-<>y>/.j WWz 
;P-3-0- (2-h!Uv;U) T±7)l- 5 -O-^VI*^ 6 -O-*?- 
;px K A 5OOmg(O.6O5mmol)£##0iji tmU\Z£tfiLtz 6 - (1H 

1 -^r;U) A*W!,7=- >l.OOg(5.98mmol)£m>T«0iJl <h 
^J&OiWl;: J; 0^ffc^690mg^f#fe o 

IonSprayMS m/z:884. 4(M+H) + 

'H-NMR (500MHz, CDC1 a) 5 (ppm) :0. 81 (t, 3H, J=7. 3Hz, 14-CHa) , 2. 30(s, 6H, 3' -N(C 
Ha) 2 ),3.01(s.3H, 6-0CHa),5.04(m,lH,13-H),5.06(m, 1H, 3-H), 6. 91, 7. 04. 7. 46 (s, 
each 1H, imidazole-H) 



I 3, 



9 C-NMR(1 25MHz, CDCla) <5 (ppm) :40. 5(3' -N(CHa) ,) , 50. 2(6-0CH 3 ), 157. 5(carba 
mate), 170. 7(C-1), 215. 9(C-9) 



11-7-^x-ll- [4- (1H-1. 2, 4-h'J7'/-^-l 

--r;p) zr?)i,i T^y-s-o-^vtfs-^-s-o- (2 - t°>j>?;p) 7 
tf^-e-o-^^n^oy^h-A 11, 12— ♦H^uy* #- A ** 

10. ii-T>tKp- 2 ' -o-T-fe^-i2-o-< 5 y>/u;^;p^-;p 

-3-0- (2-t.jy W 71r^-5-0-xV^5^-6-0-^^ 
XUXP/7<KA 500mg(0.605mmol)«i:##^.lJ:igI^(c^ L/ f C 4_ (1H- 
1, 2. 4 - MJ 77-*- 1 - -f 1-75 >«4ig(3.02wl)ft« 

^T*K« 1 tra*0)«ffKJ: Dgljlfl:^310mg^^ o 
IonSprayMS m/z: 857.3 (M+HK 

'H-NMR(500MHz, CDCla) <5 (ppm) :0. 83(t, 3H. J=7. 8Hz, 14-CHa), 2. 29 (s, 6H, 3' -N(C 
Ha) ,) . 2. 99 (s , 3H, 6-0CHa) , 4. 99 (dd, 1H. J= 1 1 . 0. 2. 5Hz. 1 3-H) , 5. 05 (d, 1H, J=l 1 . 0Hz. 
3-H), 7.91, 8. 12(s, each 1H, triazole-H) 

,3 C-NMR(125MHz,CDCla)<5(ppm):40.2(3 , -N(CHa) 2 ),50.0(6-0CHa),157.3(carba 
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mate), 170. 4(C-1), 215. 7 (C-9) 

nmM7 li-x^+^-ii- [4- (ih- tf7'/-;u- 1 — uv) -j^m 

7^y-5-0-fVt^_^-3-0- (2-tf»Jv;P) Tir^-6-O- 
^fJH'J7D/5-f KA 11, 12— tH^Uy* h©£tf 
10, ll-7>tHn-2' -0-7t^- 1 2 - 0-<$y>/ij 

;p-3-o- (2-eu->*;p) 5 -o-xvu-$-;p- 6 -o-/^ 

;i/X»JXDy^^ HA 5OOmg(O.6O5mmol)£##0iJ 1 <h|^illC^^Lfc4 - (1 H 

1 — <()\,)7T)\,T 5 >0. 5 lg(3.66miB0l) *m>T*Jt« 1 
©*fPK,fc 0«EfcS*452iig£1#&. 
ESIMS m/z:856.4(M+HK 

'H-NMR (500MHz, CDC la) 6 (ppm) .0. 81 (t, 3H, J=7. 3Hz, 14-CH 3 ) , 2. 29(s, 6H. 3' -N(C 
H 3 ) 2 ) . 2. 96(s. 3H, 6-OCH3) , 5. 02 (dd, 1H, J=l 1 . 0, 1 . 8Hz. 1 3-H) , 5. 05 (d, 1H, J=l 1 . 0Hz. 
. 3-H) ,6.20 (dd, 1H, J=2. 4, 1 . 2Hz, pyrazo I e-H) , 7. 42 (d. 1H, J=2. 4Hz, pyrazo 1 e-H) , 7. 
47(d, lH, J=1.2Hz,pyrazole-H) 

1 3 C-NMR( 1 25MHz, CDC1 3) 5 (ppm) : 40. 3 (3* -N (CH 3 ) 2 ) , 50. 0 (6-OCH3) , 1 57. 3 (carba 
mate), 170. 5(C-1), 215. 6 (C-9) 

mmms 11-7^*^-11- [4- ( 1 h- 3 hn- 1 , 2, 4-h«j 

7!/-;P-l— f )V) 7=5-M 7>y-5-0-f7"!f$^-3-0- ( 2 - f 
■J y Jl^) 7 1 f ^ - 6 - O - / f "J x □ ; 7 -f H A 11, 12— fr-f^Uy* 

10, ii-7>tKD-2' -o-7-t^;i/-i2-o— r $^»/u;p*;P7t?-;i, 

-3-O- (2-e'Jv;P) 7tf )H 5 - 0- fVt$^- 6 -O-^f JP 
X'JXoy^'f KA 5OOmg(O.6O5mmol)<h##0iJl tH8l:^Lt4-(lH- 
3--KP-1, 2, 4-hU7y-;k-l— r;P)^;U75>0.69g(3.73raiol) 

ESIMS m/z:902.4(M+H) + 

'H-NMR (500MHz, CDCh) 6 (ppm) .0. 80 (t, 3H, J=7. 3Hz, 14-CH 3 ), 2. 29 (s, 6H, 3' -N(C 
H,) 2 ),2.99(s.3H; 6-0CH 3 ),4.94(dd, 1H, J=l 1. 0, 2. 4Hz, 1 3-H) , 5. 02 (d, 1H, J=l 1. 0Hz, 
3-H),8.25(s, 1H, triazole-H) 

,3 C-NMR(125MHz,CDCl 3 )6(ppm):40.3(3 , -N(CH3) 2 ),50.1(6-OCH3),157.4(carba 
mate), 170.5(C-1), 216. 0(C-9) 
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MmW9 u-r^is-u- [4 _ (2H-1, 2, 3- h'J7y-;P-2 
—UV) T5y-5-0-xV1f5^;U-3-0- (2-e'Jv;P) 7 

ir^-6-0-/^x>JXDy 7< KA 11, 12-tH^'J^ #-a** 

10, ll-7>tKo-2' -O-7-t^-lI-O— fS^/U^*^*-^ 
-3-o- 7t^-5-0-rV^-;|,-6-0-^;i, 
xUXDy^-r HA 5OOmg(O.6O5ininol)<i:##0U £TOK£/&L£4 - (2 H- 

1. 2, 3-hU7»/-;p-2— r*)y^75>0.58g(4.14»l)*»v»T* 
tt«ltra«-©*^K:«kr)*Efl:^*558iw*ftfc. 
ESIMS m/z:857. 3(M+H) + 

'H-NMR (500MHz, CDC1 a) <5 (ppm) :0. 83(t, 3H, J=7. 3Hz, 14-CHa), 2. 29 (s, 6H, 3" -N(C 
H 3 ) z) . 2. 99 (s, 3H, 6-OCHa) , 5. 02 (dd, 1H, J=l 1 . 0, 2. 4Hz, 1 3-H) , 5. 05 (d. 1H, J=l I 6Hz 
3-H),7.55(s.2H,pyrazoie-H) 

' 3 C-NMR (1 25MHz, CDC I a) 6 (ppm) : 40. 3(3* -N (CHa) 2 ) , 50. 0 (6-0CHa) ,157.3 (carba 
mate), 170.4 (C-l), 21 5.6 (C-9) 

mmmi O H-^t+x-ll- [4- (lH-KD-^-i-^) 
75/-3-0- (2-tr>Jv;P) 711^^-5-0-^7^5-^-6-0- 

10, 11-7 >t KD-2'-0-7t^-5-0-fVf$-;i,- 1 2-0- 
<3yvnj****=*-3-0- (2-e»J^) 7-fe^-6-0-pC^ 
XUXD/7<HA 0. 70g(0. 846mmol) <h##^j 1 £ Lfc 4 - ( 1 H 

-En-)l- 7T)VT*> 0.65g(4.70mol)*fflHT^16«l 

©«fPfc«fc0«Efc£«l&O.42g£fcfc. 

IonSprayMS m/z=855. 4[M+H] + 

'H-NMR (500MHz, CDC1 a) <5 (ppm) : 0. 80(3H, t, J=7. 5Hz, 14-CHa) , 2. 28 (6H, s, 3' -N 

(CHa) 2 ),2.98(3H,s,6-OCHa),5.05(lH,d,J=llHz,3-CH),6.10(2H,dd,J=2.1 1 8Hz 
pyrrole-CH), 6. 65(2H, dd, J=2. 1, 1. 8Hz, pyrrole-CH) 

mmmil 11-^+^-11- [ 4 _ ( 3> 5-i?*7)l,^ lH-f7'/- 
*-l^-f*> ZT=f-)Vl 7S/-3-0- .(2-tr»J5W 7-fe**-5-0- 
rVt$_^-6-0-^jHijxn; 7 < ha 11, 12— * U y 

I0,n-7>t Ha- 2' -o-7-fe^;i,- 5 -o-^v-tf$-;p- 12-0- 
< 5 U 3 -O- (2-tTUv-;U) 7ir^-6-0-^^;P 
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X ' JXD/ ^ HA 1.50g<1.8lBol)t##fl|i fcPWfc#*L-fc4- (3 5 
-S^**-lH-e5'/-*-l--fj|,) 7**75 >1.5Tg<9.3taiol>*m> 
T^»j 1 tH*©«fffc«fc D*Bft£ttl.06g£*§fc. 
IonSprayMS m/z=884.4[M+H] + 

'H-NMR(500MHz,CDCIa) 6 (ppm) : 0.8K3H, t. J=7.5Hz. 14-CHa),2. 19, 2.20(each 
3H,each s, pyrazole-Me), 2. 30(6H, s. 3' -N(CHa) ,) . 2. 97(3H, s, 6-0CH 3 ) , 5 05C1H d 
J=l 1Hz, 3-CH) , 5. 37(1H, s, pyrazole-CH) 

--fJM 7**] 7$y-5-o-fvfs-;i,-3-o- <2-i>v*jm 7 
t^-e-o-^^nij^ny^KA ii, 12-iM^U^ *-/t* 

10, ll-7>fcKD-2' -0-7-fe^-i2-0--f5^/»j**jp*-^ 
-3-D- 7tf*-5-0-fyif5^-6-O^W 
I'J^a/^HA 500mg (0. 605moo 1 ) £ £ E'flS £ £ l, fc 4 - ( ! H - 2 

5 1 ~f *) 7*;i,75 >4Stag(3.02iMl) tJ8»Tftjt#| 

1 £Htt©»fttcJ:D*Bfc£tt420iig*»fc. 

IonSplayMS m/z : 870. 3 (M+H) * 

'H-NMR(500MHz,CDCl 3 ) 5 (ppn.) :0. 80 (t, 3H, J=7. 3Hz, 14-CH,) , 2. 29 (s, 6H, 3' N(C 
Ha) ,) , 2. 36 (s . 3H, Ar-CHa) . 3. 00 (s. 3H, 6-OCH3) , 8. 84 (d, 1H, J= 1 . 2Hz, Ar-H) , 8 87 (d 
lH,J-1.2Hz,Ar-H) 



13 ii- x ^-+^- n _ [4 _ (iH-4-- kd>t 1 
-<r*> 75y- 5 -o-fyt^;i,-3-o- (2-eusw 7 

t^-e-O-^^H^D/^KA 11, 12— tH^U** *-A^ 

10, ll-7>tKD-2' -0-7-tr^-12-0-<-^/u;^;^- ;p 
-3-0- (2-tTU^) 7t^-5-0-rW=*-6-0-^* 
XUXD/^KA 323D.g(O.391mmol)<i:##0ill tH«{:^i / fc4- (1H- 
4 -_ h P< ^ 1 — f ^) 73^7 5 >360n,g(l. 95mn>ol) fcflUT** 

« 1 tmmammzj: 0 «Bfc£fci80Bg£$fc. 

IonSplayMS m/z : 901. 4 (M+H) + 

'H-NMR (300MHz, CDCI,) 6 (ppn.) :0. 79 (t, 3H. J-7. 3Hz, 14-CHa), 2. 30(s, 6H, 3' -N(C 
Ha) ,) , 3. 01 (s, 3H, 6-0CH 3 ) , 7. 46 (d, 1H, J=l . 5Hz, Ar-H) , 7. 83 (d, 1H, J=l . 5Hz, Ar-H) 



WO 01/10878 



PCT/JPOO/05144 



11 

mmilA ll-x^-^^-ll- [4- (lH-4-t 
/fK$yy-;i,-i-^) 7^ / - 5-0-xy+h^-;p- 3- 

O- (2-f>Jy'W 7-b?;i,-6-0-y^;PXUXD/7< KA 11, 12- 

10, ll-7>hh'D-2' -0-7-fe^;U-l2-0-<5^yu;^;i,#-;| / 
-3-0- (2-tfUv;P) 7W-5-0-fy^5z;H6-0-/f^ 
xUXDy^^KA 500mg(0.605mmol)<J:##^J 1 <hlH£££f£Lfc 4 - (1H- 
4-tHD + ^fjh5-^;KS^-Jhl-^|.) y 7 5 >554ig 

(3.03nnDoi)*ffl^T^M^i i tmm<D®mz£ Qmmit&ynomg&mc. 

I onSp 1 ayMS m/z : 900. 3 (M+H) + 

'H-NMR(500MHz,CDCl3) 6 (ppm) :0. 80(t, 3H, J=7. 3Hz, 14-CH 3 ). 2. 21 (s, 3H, Ar-CH 3 ), 
2. 29 (s, 6H, 3' -N (CH a ) 2 ) , 2. 89 (s, 3H, 6-OCHa) . 4. 55, 4. 66 (d, each 1H, J=13. 4Hz, ArC* 
H2OH), 7. 37(s, 1H, Ar-H) 

%mmi5 ii-x^-+^-ii- [4- (1H-2 — r vyDhf^-r^yy- 

)l- 1-1)1) 75 7 - 5 - O-xVlf 5 3-0- (2-fUv 

7t^-6-o-^fjnij7n;^h'A 11, ■ 12— »M*Uy* # 

10, ll-7>tKP-2' -0-7-t^;P-12-0-<^y>/-j;u^;i,^-;p 
-3-0- (2-t"Uv;U) 7tf;H5-0-rV!t5^-6-0-^^ 
XUXP/^-THA 500Dig(0.605mmol)<h###iJ 1 £mM\z£j&Ltz4- (1H- 
2—fy7*OfcrJK5yy-;U- l - 7^7 5 >547 m g(3. 02m.no 0£flH> 

FABMS m/z: 898 (M+H) + 

nmmi6 ll-x^+x-ll- [4- (lH-4-^fK^ , /-;hl 

75y- 5 -o-^vij-^ 3-0- (2-truv;P) 7 

tf;i,-6-0-^fJHiJXD/7<HA 11, 12—9-r^'J.y^ *-a** 
- KR^ll-x^+^-ll- [4- ( lH-4-/fJK5^/-^- 1 
73-)V] 75 / - 5-O-fVf 3-0- (2-tfiJyjp) 7-fe^JU- 

6-0-^;HijXD/ 7 ^KA U, 12— tM^Uy* #_ A ^_ h(D £. 

10, ll-7>tHD-2' -o-7-fe^-i2-o-<5^yu^*;^x;u 
-3-0- (2-tfu^u) 7ir^-5-o-xVtJ-5x;p-6-o-y.^ 
X'JXD7 7 < K A 5OOmg(O.6O5mmol)«!:##0iIl tmmiz£f&Lfc4-(m-2- 
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5 ?>/-)],- l --f*) 7**73 >463w(3.02»I)*«^r*lt#l 1 
tra»0»fPfc«tO«IBfl:^«»380 H g*2 : 1 ©g£<»£ Ll#L 
ll-x^v-ii- [4- (lH-4-^^;K5^/-;p-7-i-;w 

lonSplayMS m/z: 870. 3 (M+H) + 

'H-NMR(300MHz,CDCl3) «5 (ppm) :0 . 81 (t, 3H. J=7. 2, 14-CHa), 2. 19(s, 3H, Ar-CHa) 
2. 30 (s, 6H. 3' -N(CHa) ,) , 2. 99 (s. 3H,6-0CH 3 ) , 6. 63 (s, 1H, , Ar-H) 

11-x^x-ll- [4- 1=f- 
;H 75/-5-0-xV1t5-;P-3-0- <2-Ky5W 6 - 

0-/WHijxd;^HA II, ll-^-fjr-ijyir *-A*-h 

lonSplayMS m/z : 870. 3 (M+H) * 

■H-NMR(300MHz,CDCl3) 6 (ppm) :0.81 (t, 3H. J=7. 2, 14-CHa), 2. !8(s,3H Ar-CH 3 ) 
2. 30 (s, 6H, 3' -N (Oh) ,) , 3. 01 (s, 3H, 6-0CH 3 ) , 6. 72 (s, 1H. , Ar-H) 



7 H-x**x-ll- [4- (3-^^-l H -lf7</-;P-l. 
ll-x^x-3-O- (2-tf'J v;P) 7-t?Jl,-5-0-xV1+^-^-6 

10.11-7>t Ko- 2 '-o-7-tr^-5-o-7 ; y'y-5-;i,-i2-o-< 

UXD/7<KA 766ng(0.93 H ol)£##fli fcW«CMLfc4- (3-** 
*-lH-K7l/-*-l-^) 7**73 >fttf4- (3-^-2H- 
^Z*" 2 "^^ rW5>(0 » 8 : 5 0ft^«,0.71g(4.63i.o-l)ftffl^ 
lonSprayMS m/z=870. 3 [M+H] * 

11-7***5,-11- [4- (3-^;KiH-e7^-i-^) -r=f- 
M 75/-3-0- (2-fcPJv*) 7-fc**- 5 -O-fVH- * 6 - 

o-^;h-jxd;h ka 11. 12-tj-r* u v9%-n*- y ■ 

'H-NMR(500MHz.CDCl3)(5(ppm) : 0. 81 (3H. t. J=7. 3Hz, 14-CHa), 2. 26(3H , pyra 
zole-CHa) . 2. 30 (6H, s, 3" -N(CH.) ,) , 2. 97 (3H, s, 6-OCH3) , 5. 05 (1H, d. J=l 1. 0Hz 3-C 
H),5.95(lH.d,J=1.8Hz.pyrazole-CH),7.22(lH,dd,J=7.3,6.1Hz,pyridine-CH) 7 
29(lH,d,J=2.4Hz,pyrazole-CH),7.37(lH,d > J=7.9Hz,pyridine-CH),7.69(lH,ddd 
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J=7. 9, 7. 9. 1.8Hz. pyr idine-CH) , 8. 53 (1H, d. J=4. 3Hz, pyridine-CH) 
11- [4- (3 -*?)\,- 2H-\dyV-)l- 2 )l) 7=f)\,} 7$/-u 
(2-eU^;P) 7-tr^-5-0-^Vit5-;P-6- 

0- /f;HUXD/7^h'A 11.12-9-f i/>J y ^-/U-h • 

'H-NMR (500MHz, CDCla) <5 (ppm) : 0. 81 (3H, t, J=7. 3Hz, 14-CHa), 2. 26(3H, s pyraz 
o I e-CHa) . 2. 30 <6H. s, 3' -N (CHa) 2 ) , 2. 97 (3H, s, 6-0CH 3 ) , 5. 05 (1H, d, J=l 1 . 0Hz, 3-CH) , 
5. 95 (1H, d, J=l . 8Hz, pyrazole-CH) , 7. 22 (1H, dd, J=7. 3, 6. 1Hz, pyr idine-CH). 7. 34 
OH,d.J=1.2Hz.pyrazole-CH).7.37(lH.d,J=7. 9Hz. pyridine-CH) . 7. 69 (IH. ddd. J= 
.. 7. 9, 7. 9, 1. 8Hz. pyridine-CH) , 8. 53 (1H, d, J=4. 3Hz, pyridine-CH) 

nmmis ii-^**^-,,- [ 4 - (ih-i. 2, 

1- -T/W T57-3-0- (2-tfU^) 7iT^-5-0-5ry 
f$_;i,-6-0-^;Hij7D/^ HA 11,12--^* U ^*-A**- 

10.11-T>hKp-2 , -O-7-fe^-5-O-^y^5-;i,-12-O-'f 

UXP/^HA 0.137g(0.17mmol)t##«sil < h^^(3^Lfe4- (1H- 
1. 2. 3-h'J7'/-^-l-^;p) 7^7ii>116mg(0.83mmol)£m>T^ 

IonSprayMS m/z=857. 3[M+H] + 

'H-NMR (500MHz. CDCI a) <5 (ppm) : 0.81 (3H. I, J=7. 3Hz. 14-CH 3 ) . 2. 29(6H. s, 3' -N 

(CHa)a),2.96(3H.s.6-OCHa).5.04(lH.d.J=11.0Hz.3-CH),7.21-7.23(lH.iD.pyridi 
ne-CH).7.37(lH.d.J=7.9Hz.pyridine-CH),7.63(lH.s.triazole-CH).7.68(lH s t 
riazole-CH), 7.68-7. 71 (!H.iD.pyridine-CH).8. 52- 8. 53 (1H. m. pyr idine-CH) ' 

nmmiS n-x^-^^-n- [ 4 _ (2H-rh7V-*-2--fM 7 
75/-3-0- (2-tTU^) 5 -O-^y-frS - 6 

-O-^jHuxa;^ HA ll.l2-tM*u**#-n*-K©£j£ 

10.11-7>hHD-2 , -O-7ir^-5-O-xyif5x;i,-l2-O-'f 
5^/u;^;^-;p- 3 -0- (2-eu^) 7ir^-6-o-^^x 
UXD/^HA O.74g(O.9Omn>ol)£##0tji <t^{C-&^ Lfe 4 - (lH-f 
H 7 1 — f ;p) 7^7 5 >0. 63g(4. 46mmol) »T*lKfl| 1 £ TO© 

&f£l;:£ OMHB{fc£^0.57g£#fc. 

IonSprayMS m/z=858. 3 [M+H] V 

'H-NMR (500MHz. CDCI a) 6 (ppm) : 0.83C3H. t, J=7. 3Hz, 14-CHa), 2. 29 (6H, s, 3' -N 
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(CHb) ,) , 3. 00 (3H, s, 6-OCHa) . 5. 04 (1H, d, J=l 1 . 6Hz, 3-CH) , 7. 22 (1H, dd, J=7. 3, 4. 9H 
z,pyridine-CH) > 7.37(lH,d,J=7.3Hz,pyridine-CH),7.69(lH,ddd,J=7.9,7.9j.8H 
z.pyridine-CH),8.47(lH >S .tetrazole-CH),8.53(lH,d,J=4.9Hz,pyridine-CH) 

nmW2 0 U-x^+^-11- [4- (2-zhD-lH-<$yy-ji,- 
l-^)V) 7=S-M 75/-3-0- (2-f'jy;i.) 7t^-5-0-rV 

10,ll-7>t KD-2 , -0-7ir^^-5-0-^Vtf$-;p- 1 2-o-^ 
^>yiJM;H-^-3-o- (2-KU5W) 7«fc**-6-0-**jfcE 
,J7d; ^ Ha i.00g(1.21uiol)t#*«l tH*K:^Lfc4- (2--h 
D-lH—f f^) 7**73 > l.llgCe.OSmmoD^ffl^T^ 

IonSprayMS m/z=901. 5[M+H] + 

'H-NMR(500MHz.CDCl 3 ) (5 (ppm) : 0.80(3H. t,J=7.5Hz, 14-CHa), 2. 30 (6H, s. 3' -N 
(CH 3 ) 2 ), 2; 97(3H. s, 6-OCHa), 7. 10(1H. d, J=2Hz, imidazole-CH) , 7. 16(1H, d, J=2Hz, 
imidazole-CH) 

MM 2 1 H-tt*^-!!- [ 4 - ( 5 -75/-2H-fh7«/-^- 
2--f;P) T^y-3-O- (2-fcfUSW) 7t^-5-0-rV 

Hts_;i,-6-o-^^xuxny7-f K A 11,12— tf-f^u y 

10.11-7>t KD-2 , -0-T-tr^;U-5-0-T ; yif5-^-12-0-< 

V X □ y H A 0. 477g(0. 576nol) <h##0|J 1 £ mc** Lfc 4 - (5-7 
$/-2H-Th7y-iP-2-<;p) 7**75 > 0.450g(2.8taol)tJBfr> 
T^Jfifll 1 t^«©»ff»c«k OfcEfc-^fc 0. I00g£*§fc. 
IonSprayMS m/z=873. 4 [M+H] + 

l H-NMR(500MHz,CDCla)<5(ppin) : 0. 83<3H, 1, J=7. 5Hz, 14-CHa), 2. 29(6H s 3-N 
(CH 3 ) 2 ), 2. 96(3H,s, 6-0CHa) 

*M^J22 n-^+x-ll- [4- (3-hU7;^ny^;p-i H -e 
7**] 75 y- 3-0- (2-tTU^) 7-fe^;P-5 

-o-xy^5_;i,-6-o-y^;ux>jxny7< ha 11,12— tn^U 

*-A^-h5i;il-my-ll- [4- (3-h«J7AtD^*-2H- 
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K5'/-*-2— M,) 7=F)V] 7^-3-0- (2 -eUv;U) 

5-o-fyit^;p-6-o-/^x.j7Dy7-f ka 1 u 12— -th-r ^ u •* 

10,ll-7>fc KD-2 , -0-T-fe^;i,-5-0-7 : y-9-$-;P-i2-0--r 
^yu;w^-;i,-3-o- 7-tr7^-6-o-*^x 
■JXDy^i-KA 1.80g(2.18inmol)t##m<hTO(3£j£Lfc4- [3- (h 
V7»*n*7M -iH-f7>/-;i,-i-^] ^;i,7$>&ut4- [3 

2.l9g£4 : l©MtLT^. 
IonSprayMS m/z=924. 3 [M+H] + 

1 1-5=**$/- 11- [4- (3- h'J7^o^?;H 1 
7^] 75/-3-0- 7-^-5-0-7^-9- 
$-^-6-o-^;pxijxo;7^ K a 11, 12— tr< * 'J y vii-n*- h 

'H-NMR(500MHz,CDCla) 6 (ppm) : 0. 80(3H, t, J=7. 5Hz, 14-CH 3 ) , 2. 30(6H, s. 3' -N 
(CHa) 2 ) . 2. 96 (3H, s, 6-OCH3) . 5. 04 (1H, d, J=l 1Hz, 3-CH) , 6. 49 (1H, dd, J=l 6. 5, 2. 1Hz, 
pyrazole-CH) 

11-x^^-ll- [4- (3-hiJ7;PtD^^-2H-e7>/-;|,-2 
— f*> 7^)1] 7S/-3-0- 71:^.-5-0-77* 
5_;u-6-o-/^;ux>jxd/ KA 11,12— tJ-T^U y^^-n^-h 

, H-NMR(500MHz,CDCl3)<5(pp B1 ) : 0. 80(3H, I, J=7. 5Hz, 14-CHa), 2. 30(6H s 3'-N 
(CHa) ,) , 2. 96 (3H. s, 6-OCHa) , 5. 04 (1H, d, J=l 1Hz, 3-CH) , 6. 57 (1H, d, J=20. 1Hz pyra 
zole-CH) 

*M^23 11- [4- [3, 5-t*X (h'J7^D^f;p) - 1H -f7 

f*] -/^p] T5 :/- 1 i--^^_3_ 0 _ (2 _ trui;jp) 

7-tr^-5-o-7-vir5x;i,-6-o-^^xuxpy7<KA 11.12- 
1M ^ 'J y 9ti— AX— k©£-j£ 

10, ll-7>t KD- 2 '-0-7^^-5 -0-^yiJ-5x^-i2-0-< 

^yu;i^*x,i,-3-o- (2-euv») 7-i-r*- e -o-*t-;px 

UXO/7<KA 0.60g(0.726mfflol) < »:##^l «J:^^|c^fiJcLfc4- [3 5- 
tfX (h'j7WD^;i,) -lH-t'7>/-^-l-<jH 7>;P7=-> 1 0 

0g(3.63nimol)^^T^»Jl ch^^©^f^(ij;0^E^^ 0.40g£#fco 
IonSprayMS m/z=992. 3 [M+H] + 

'H-NMR (500MHz, CDC1 a) 6 (ppm) : 0. 82 (3H, t, J=7. 5Hz, 14-CHa), 2. 30 (6H, s, 3'-N 
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(CHa) ,) , 2. 98 (3H, s, 6-OCH,) , 5. 03 (1H, d, J=l 1Hz, 3-CH) , 6. 83 (1H, s, py razol e-CH) 

*«J24 11-^+^-11- [4- (5-^^-3-h>J7MD^f 
7tf^-5-o-rV^$-;i,-6-o-^;i,xuxoyMHA n 12- 

10,ll-T>hKD-2 , -O-7-fe^;p-5-O-T : yif$-;j,-i2-o— < 

•JX-Dy^KA 0.70g(0.846mmol) < i:##^l £P3«fc£j*Lfc4 - [5-*5P 
^-3- (h'J7J^o^;i.) - 1H- l~f;|,] 7^75 > 

IonSprayMS m/z=983. 3 [M+H] + 

'H-NMR(500MHz,CDCl 3 ) <5 (pp B ) : 0. 81 (3H, t, J=7. 5Hz, 14-CH,), 2. 29, 2. 30(each 
s, each 3H, 3* -N(CH 3 ) >), 2. 97(3H, s, 6-OCH3) , 5. 04(1H, d, J=l 1Hz, 3-CH) , 6. 23 (1H, s, 
py razol e-CH) 

nmW25 11-^*4^-11- [4- (4, 

1-^)1) T57-3-0- (2-tTUv;P) 7tf*-5-0 

-TVt>_;i,-6-o-^;nuxDy K A ll, 12-iM * U y 

I0,li-7>t Hn-2 , -o-T-fe^-5-o-^y-9-5-;p-i2-o-^ 
5^y-JM;«-;i,-3-o- (2-tf'j^) 7-fe^;i/-6-0-*^x 
U^D/^-fKA 1.45g(1.75mmol)<i:##Ml tmmiz&ftLfz4 - (4 5- 
^op-iH-^^-l-<^) ^*7S> L82g(8. TSim'dm 

IonSprayMS m/z=924. 6 [M+H] + 

'H-NMR(500MHz,CDC13) <5 (ppm) : 0.8K3H, 1,1=7. 5Hz, 14-CHa), 2. 29(6H, s, 3'-N 
(CH3) 2 ),3.01(3H,s,6-0CH3),5.05(lH.d,J=nHz,3-CH),7.40(lH,s,in 1 idazoIe-CH) 

mMM26 11- [4- (3-T5y-2H-tT7iy-;U-2-<;P) 
T$y-ll-x^->-3-0- (2-trUv;P) 7-fe^;U-5-0-xVit5 
-*-6-0-/fJHijxn/H KA ll.l!-*-f jriJy^*-/t^-HD 

10,ll-7>fc Ko-2 , -0-7-fe?;i/-5-0-xV-9-^-;P-12-0-< 

s^vry 3-0- (2-euv;u) 7-t^- 6 -o-*^x 
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UXD/^< HA 0.365g(0.441minol)i:##«S|l tHWc^Lfc 4 - (3-7 
5/-2H-f7«-2-^W 7^75> 0.340g(2. 20iiol) fcJfltrJTa 
1 t^iWiaogEffc^ 0. 160g£f§fc o 
IonSprayMS i/z=871. 4[M+H] + 

'H-NMR(500MHz,CDCl 3 ) 6 (ppi) : 0.81 (3H, t, J=7.5Hz, 14-CH,), 2. 30(6H, s. 3' -N 

(CH3) 2 ),2.99(3H,s,6-0CH3),5.58(lH,d,J=lHz,pyrazole-CH),7.10(2H,s,pyrazol 
e-NH 2 ) , 7. 31 (1H, d, J=lHz, pyrazole-CH) 

11- [4- (3-7$;-4-y7y-l 1 - 

-r;p) 73^] 7 = /-n-^;t*^-3-o- (2-tru^;i') 7-tr?^-5 

-O-rV^-^-e-O-^JHiJxoy^h-A 11, 1 2 — 9 ij 
10,ll-7>h HD - 2'-0-7-fe^;i,- 5 ~;U-l2-0-< 

UXD/^HA 0.397g(0.480mmo I )£###! 1 tH«lc^lSLfc4 - (3-7 
S/-4-S/7/-lH-K5'/-*-l- f j» ^;P75> 0.430g(2.40im 

IonSprayMS m/z=896. 5 [M+H] + 

'H-NMR (500MHz, CDC1 ,) 6 (ppm) : 0.81 (3H, t. J=7. 5Hz, 14-CH 3 ) , 2. 30(6H, s, 3' -N 
(CH 3 ) 2 ) , 2. 96 (3H, s, 6-OCH3) , 7. 55 (s, 1H, pyrazole-CH) 

mmm28 n- [4- (4-*Mt<^-5- 7S/ - ih-<s^>;- 

;P-l-^r;P) 7>;p] Tsy-n-x***— 3-0- ( 2 -t-U->-;p) 7± 
fJP-5-0-rV1f5-;P-6-0-^^xUXD;7'r HA 11.12— 

10,ll-7>t HD- 2" -0-7-t^;i,- 5 - O-x 7^5-^-12- 0-< 
5^/U;P*;^-;p-3-0- (2-e>JyW 7ir^- 6 -o-^^x 
UXD/7<HA 0.500g(0.605mmol)«!:##^Jl £H8£-&j&Lfc 4 - (4-* 
;UAt<;U-5-75/-lH— f f^) 1*fr7*> 1.76k 

(7. 54noi) zm^xmrnmi tmmommz&ommitG® o.39o g £*§fc. 

IonSprayMS m/z=915. 5[M+H] + 

'H-NMR(500MHz, CDC1 ,) 6 (ppm) : 0. 80(3H. t, J=7. 5Hz, 14-CHa) , 2. 30(6H, s, 3' -N 
(CH,) 2 ), 3.00(3H, s, 6-OCHa), 5. 16(2H, s, imidazole-C0NH z ), 6. 97(1H, s, imidazole 
-CH) 



WO0,/10878 PCT/JPOO/05144 

18 

mmm29 n-x^-+v-n- [4- u-^jp- m-tr^y-;!,- i 

757- 3-0- (2-lf>JyW 7t^-5-0-rVit 
$^-6-o-/fj|,xuxny7< KA 11, 12 — -th-r ^ U 

10. ll-7>h: KP- 2' -0-7-t^;U- 5 -0-xV1t$ -;U-i2-0-f 

UXD/^<HA 1.00g(1.21mol)fc##m£Httfc£*Lfc4- (4-*^ 
*-lH-K9»/-*-i-f M ^;P75> 0.85g<5.55nol)*m>T*K 

IonSprayMS m/z=870. 4 [M+H] + 

•H-NMR(500MHz,CDCl3) 5 (ppm) : 0.82(3H. I, J=7. 5Hz, 14-CHa), 2. 04(3H, s, pyraz 
ol e-CHa) , 2. 30 (6H, s, 3' -N(CHa) ,) , 2. 96 (3H, s, 6-OCHa) , 5. 05 (1H, d. J=l 1Hz, 3-CH) , 
7. 19, 7. 25 (each lH.each s, pyrazole-CH) 

nmm3 0 [4- (2-X^;U- 1H-<5^V-;I,- 

i— f*> 7>/-3-o- (2-trusw) 7-^1,-5-0-^7 
if$_;i,-6-o-p<^;pxuxDy ^< ha 11, 12— tJ-r* >j v9h-n*- 

10,U-7>fc Ko-2* - 0-7-b5 1 ;U- 5 - O -x y 1J- $ j 2 - o -< f 
5^yj;^;^-;P- 3 -0- (2-tf'JyW 7t^-6-0-/^x 
UXO/^KA I.19g.<1.43Mol)i##m£E«lc££Lfc4_ (2-X^ 
*-lH— f5^y-*-l— fiU) y^75> 1.20g<7.17«ol)*JBHT* ■ 

IonSprayMS m/z=884. 5 [M+H] * 

'H-NMR (500MHz, CDCla) 6 (ppm) : 0. 80(3H, t. J=7. 5Hz, 14-CHa), 1. 32(3H, t, J=7 5 

Hz,i.nidazole-CH 2 CHa),2.30(6H,s,3 , -N(CHa) 2 ),2.67(2H,q,J=7.5Hz,i ni idazole-C 
H*CH 3 ) , 3. 00 (3H, s, 6-0CHa) , 6. 84 (1H, d, J=lHz. imidazole-CH) , 6. 91 (1H, d, J=lHz, i 
midazole-CH) 

%mW3i li-^^+^-ii- [4- (2-n-yDe;p-iH-<sy; 
-)v-i--nv) -jj-M 7>y-3-o- (2-e>ji?w 7-t^;u-5-o 

-ryt$_JI,-6-0-^f;HU7O/7< K A 11, 12-iM * «J y 
io,n-7>t Kn-2'-o-7-fe^- 5-o-xytt5x;p-i2-o—r 

S^'J****=*-3-0- (2-fcrUSW) 7-t^-6-0-^^x 
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UXn/^-fHA \.S2g(l.tomol)t&%Mltm&tZftJ&L1t4- (2-n- 
^□^-^-^5^-^-1-^^) 7**75 > 1.67g(9.21nol)£Jfl 
^T«0>J1 £E«0»flMC«k0«Bfc£4& 0.700g£#fc„ 
IonSprayMS m/z=898. 5 [M+H] * 

'H-NMR(500MHz,CDCl3) <5 (ppm) : 0.8K3H, t, J=7. 5Hz, 14-CH.). 2. 30(6H, s, 3' -N 
(CH 3 ) 2 ), 3. 00(3H, s, 6-OCHa), 6. 830H, d, J=12Hz, imidazole-CH), 6. 92 (1H, d, J=12H 
z, imidazole-CH) 

mmM3 2 li-^+x-U- [4- 

5-o-xy-y-5-;p-6-o-^^;i,xuxD/^< ka 11,12— 

10,ll-7>k Kn - 2' -0-7-fe^;P-5 - 0-f r V-9-5-;i/-12-0-'f 

UXD/^h'A 0.438g(0.530mol)£##m £|i?«fc:££Lfc4- (2-X 
^-4-^;P-lH-^y>/-^-l-^P) 7**7 5 > 0.480g(2.6 

.5Mol)*ffl^T^ttl«li:|i|«©«fpK:J:0«Efl:^* 0.230g£#£ o 
IonSprayMS m/z=898. 5 [M+H] + 

'H-NMR(500MHz,CDCl3) 6 (ppm) : 0.84(3H, I, J=7. 5Hz, I4-CH3), 1.29(3H. I, J=7.6 
Hz, imidazole-CH.Oh), 2. 15(3H, s, imidazole-CHj) , 2. 29 (6H, s, 3' -N(CH 3 ) ») , 2. 63 
(2H.q, J=7. 6Hz, imidazole-CH 2 CH 3 ) , 2. 99 (3H, s, 6-OCH3), 6. 54 (s, 1H. imidazole-CH) 

^JS^J 3 3 ll-x^+x-ll- [4- (4--ho-5-^^-lH-< 

5*V-*- 1 -Di) 7^-3-0- (2-tfVv*) 7-fe**- 

5-o-tV^-;i,-6-o-^;hijxd;7< ha 11.12— fr-r* U7 

10.11-7>t KD-2'-0-7-fc**- 5-0-*y-t+5x*-j2-0-< 
5 V <j *#*#x* - 3 - o - ,( 2 - tf u v*) 7* * *- 6 - o - * **x 

UXa/7<HA I.34g(1.65iBol)£##m£H«K:£tfl;fc4- (4-Xh 
0-5-W-lH-^^-i-^ W 7**75 > 1.64g(8.27mm 
oI)£ffiHT£««l <tE«©«flsKJ;Og£fc£fc 0. 820g£#fc„ 
IonSprayMS m/z=9l5. 5 [M+H] + 

'H-NMR(500MHz, CDCh) 6 (ppm) : 0. 79 (3H, t, J=7. 5Hz, 14-CH,). 2. 30(6H, s, 3' -N 
(CH 3 ) ,), 2. 62 (3H. s. imidazole-CH 3 ), 3. 01 (3H. s, 6-0CH 3 ), 7. 68 (s. 1H, imidazole-C 
H) 
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£ffiftl3 4 ll-x^^-ll- [4- (4-lh + yij;H^-5-^ 

7-fe^;i/- 5 - o-xv-y-s-^- 6-o-/fjnijxn/7< ka 11,12- 

I0,ll-7>fc KD-2" -O-7-tr^- 5-0-xV-^5n;U-l2-0-< 
'J*D/^K KA 0.68g(0.822mol)t##«li:ra«c^ritUfc4- (4-X 
O.93g(4.13mmol)£/B(,*Tfii60y 1 &Htt®*f|3fcJ:QgGfl:&tt 0 30g£# 
IonSprayMS m/z=942. 4 [M+H] + 

'H-NMR(500MH2,CDC1 3 ) <5 (ppm) : 0. 80(3H, t, J=7. 5Hz, 14-CH 3 ), 2. 30(6H, s, 3' -N 
(CH 3 ) a). 2. 47 (3H, s, imidazole-Me), 3. 01 (3H, s, 6-0CH 3 ). 5. 06(lH,d, J=llHz, 3-CH), 
7. 48(lH,s, imidazole-CH) 

&mM3 5 11-x^+v-U- [4- (5-Ih + y*W-;p- 4 -^ 

;p-iH-^$y>/-^- .1— fjp) 7>;-3-o- (2-tfVv;i,) 

TW-S-O-rV^^-e-O-^^xUXD;^ HA 11,12- 

io, n-7>t ko - 2" -o-7-t^;i/- 5 -o-T r v-y-a-;i/-i2-o-'f 
sy i /'JMM-;p-3-o- (2-tru>?;P) 7-fe3^-6-0-*^JH 
UXD/^<KA O.87g(l.O5nnoI)<i:##0yi £H*lc#jfcLfc4 - (5-xh 
+ ->AJ^-;p - 4 - ^f 1 H - -f > l ^;py 5 > 

1. 198(5- 28mo-l)*ffllr»T^Jg« 1 tra«©SffC«fcO«l2fl:^« 0.61g£fi£. 
IonSprayMS m/z=942. 4[M+H] + 

'H-NMRtfOOMHz.CDCb) 6 (ppm) : 0.80C3H, 1, J=7.5Hz, 14-CHa), 2, 30(6H, s, 3' -N 
(CH 3 ) z ) , 2. 53 (3H, s, imidazol e-Me) , 3. 02 (3H, s, 6-0CH 3 ) , 5. 05 (1H, d, J=l 1Hz, 3-CH) , 
7. 45 (1H..S. imidazole-CH) 

^J£0<J3 6 ll-^^-^^-n- [4- (4, 5-v;*3\H/- iH-<$y»/ 
-)V-\-<1)\,) 75/- 3 -O- (2-t'JyjP) 71:^-5-0 

-tV1t5z;1/- 6 -o-^f ;nu xny^-fh'A 11.12— tH^y vtti- 

io,n-7>h KD-2" -o-7-fe^;u-5-o-xv-y-$-;i,-i2-o— f 
5^/'J;u*;u^-;i,-3-o- (2-fcf'JSW) 7-fe^- 6 -o-/^;i,x 
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UXD/^KA 0.80g(0.967minol)<!:##^li:^(c^Lfe4- (4, 5 
-yW-lH-^^-.i^^) 7**75 > 0.90g(5.39nil>* 
ffl^Tll«l^MRj;^!^i 0.52g£#fc o 
IonSprayMS m/z=884. 4 [M+H] + 

'H-NMR(500MHz,CDCl3) 6 (ppm) : 0.8K3H, t, J=7. 5Hz, 14-CH 3 ),2. 10,2. 13(each 
3H,each s, imidazole-Me), 2. 30(6H, s, 3' -N(CH 3 ) 2 ) , 3. 00(3H, s, 6-0CH 3 ), 5. 06(1H 
<U=HHz,3-CH),7.32(lH,s, imidazole-CH) 

£$6013 7 li- [4- (4-*;uA-^-r )i- ih-^t 1 jd 

TVf$-;H6-0-^Jl,xijXDy7< KA H.U-tM^U^rt-A 

10,ll-7>t HD-2 , -0-7-t^-5-0-7 r V^5li;i,-12-0-< 

,JXD77 ^' A 0.iJg(0.4taol)i##«lliB«l:^Lfc4-(4 5- 
^^-lH-^^-i- <M ^*T5>0.«g(l.S7«ol)*J|U 
T««l tH«©*^»:j:0*ia.fl:^*0.20g*#fc 0 
IonSprayMS m/z= 899. 4 [M+H] + 

'H-NMR(300MHz,CDCl3)5(ppm) : 0. 80(3H. t, J=7. 5Hz, 14-CHa). 2. 28(6H s 3'-N 
(CH 3 ) ,) . 2. 95 (3H, s. 6-OCHa) , 5. 04 (1H, d, J=l 1Hz, 3-CH) , 5. 34, 6. 93 (each M each 
br,C0NH 2 ) 



138 11- [4- (4-y7/^JP-lH-<$y/-^-i- <Jl/ ) 
757-11-7-^^-3-0- (2-e'Jy^) 7-fe^-5-0- 

^v^-^-e-o-^^xuxn/^ ka 11,12— tH^u 

10.11-7>t h*D-2 , -0-7ir^-5-0-5 r V-9-5-;i,-l2-0-< 

' JXDy ^ KA O.5Og(O.6O5nmiol)£:##0i|l tmmiZSf&Ltc 4 - (4-^ 
7/^-lH-^5^y--,l,-l-^) ^75 > 0 .63g(3. 54**01) £ 

m^x^mmi tnm^mz^^mt^m o.37g£*§£. 

IonSprayMS m/z=895. 3 [M+H] + 

, H-NMR(500MHz,CDCl3)(5(pp ni ) : 0. 81 (3H, t, J=7. 5Hz, 14-CHa), 2. 30(6H s 3'-N 
(CH 3 ) ,) , 2. 96 (3H, s, 6-OCH3) , 5. 04 (1H, d, J=l 1Hz, 3-CH) , 6. 96, 7. 42 (each 1 H, each 
s, imidazole-CH) 
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mmm39 11- [4- (2, 4-y7^-lH->f$^/-;| / -i- <j | /) 
7**] 7^/-ll-x^i,-3-0- 7-b^-5-0- 
x71+5_;i,-6-0-*^x»J*D/\^ K A 11,12— ^- A - 

10,ll-7>t KD-2' -0-71z3^- 5-0-7=yU-5-;P-12-0— f 
S^/U****=*-3-0- (2-tf'jy^) 7-fc**-6-0-**j|,x 
U*D/:7*fKA 0.62g(0.75w>l)t##«itra«K:^Lfc4- (2. 4- 
1H-- f 5^!/-^- 1 --f *) 7**75 >0.6Sg<3.faiol>*fl* 

IonSprayMS m/z=884. 4 [M+H] + 

'H-NMR(500MHz, CDCU) 6 (pp B ) : 0. 81 (3H, t, J=7. 3Hz, 14-CHa). 2. 14(3H, $. imida 
zole-CHa), 2. 29(6H, s. 3' -N(CH,) ,),|. 31 (3H, s, imidazole-CHa). 3. 00(3H, s. 6-OCH 
3).5.06(lH.d,J=11.0Hz,3-CH),6.53(lH,s.imidazole-CH),7.22(lH,dd, J=6.7 4 9 

Hz,pyridine-CH),7.36(lH,d,J^7.9Hz,pyridine-CH),7.69(lH,ddd,J=7.3,7.31 8 
Hz, pyridine-CH), 8. 53 (1H, brd, J=3. 7Hz, pyr idine-CH) 

li-^+v-11- [4- (2, 5-y^^-iH-<$yy 
-)V-l-^)V) 7S/-3-0- 7«*-5-o 

-fvif5_;i,-6-o-/fji,x'J7ny7^ Ka ll,l2-U-<* «J y 

10.11-7>h KD-2'-0-7tf^-5-0-fV1fS^-i2-0-'f 
a^yu;^;^-;u- 3 -0- (2-t'jyW 7W*-6-0-^^i 
U^ny^FA O.18g(O.22Bunol)<i:##0ill tl^lCI^Lfc 4 - (2, 5- 
^f^-lH-^^-i-^p) ^^75>0.11g(0.66»ol)*«^ 

IonSprayMS m/z=884. 6 [M+H] + 

'H-NMR(500MHz, CDCh) 6 (ppm) : 0. 81 (3H, t, J=7. 3Hz, 14-CH 3 ). 2. 15(3H, s, imida 
zole-CHa), 2. 29 (6H, s, 3'-N(CH 3 ) 2), 2. 34 (3H, s, imidazole-CHa) , 3. 02 (3H, s, 6-OCH 

a),5.06(IH,d,J=ll.0Hz,3-CH),6.60(lH,d,J=1.2Hz,iiDidazole-CH),7.22(lH,ddd, 
J=7. 3, 4. 9, 1. 2Hz, pyridine-CH), 7. 36(1H, d. J=7. 9Hz. pyridine-CH), 7. 69(1H, ddd, 
J=7. 6, 7. 6, 1. 8Hz, pyridine-CH), 8. 52-8. 53C1H, m, pyridine-CH) 

mmM41 li-x^->-n- [4- (2, 4, 5-HJ^^-lH--f 
5*"/-*- 75/-3-0- ( 2 -eUv;P) 7-tr^- 

5-0-rVt5^- 6 -0-^JHijxoy^ K A 11, 12— tt-f * 'J * 
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I0,ll-7>t Ko-2 , -0-7-b^-5-0-xyit$-;i,-l2-0-'f 

0.77g(0.93lBMol)iS#m t^tttC^Lfc4- (2 4 
B-h'J^-lH-<S4ry-A,-l-^) ^75> 0.848(4.66^' 

IonSprayMS m/z=898. 4[M+H] + 

'H-NMR (500MHz, CDCls) 6 (ppm) : 0. 82 (3H. t, J=7. 5Hz, 14-CH 3 ), 2. 07, 2. 09, 2. 17 
(each 3H,each s, imidazole-CHa), 2. 30, 2. 31 (each 3H.each s. 3' -N(CH 3 ) ,). 3. 01 
(3H, s, 6-0CH 3 ) , 5. 06 (1H, d, J=l 1Hz, 3-CH) 

£tt«4 2 11- [4- (3-*5^-lH-l, 2, 4 -h'J7>/HP-l 

5-0-fV^5-;P-6-0-^^xUXD/^ K A 11,12-tM^Vy 
f*-/t^-KRtfll- [4- (3-m-2H-l, 2, 4-MJ7V-;i/ 

-2—010 757-11-^+^-3-0- (2-tr>j>?;io 7-^ 

5-o-fy-u-$z^-6-o-/^x'jxny7'r ha 11,12-iM* 

10, 1 1 - 7 > t K.O - 2 ' - O - T±?)V- 5 - O - x7if-5 12- O — f 

5^!/U**;M«=*-3-0- (2-t?>j->*;iO 7-fe^-6-0-*5F;H 
•J^ny^-f KA O.21g(O.25ininol)<h##0i|l £H*fc^«Lfc4- (3-^^ 
^-1H-1, 2, 4- hU7r/U;P-l-<;U) 7^7S>£tf4- (3- 
^f*-2H-l, 2, 4-h«J7l/U;P-2-<;P) ^Jl/75>CDm : 1 
fl&tt0.20g(i. 3aol)«jBir»TMMi tH*o*^i:io, BEfc&ftmK* 

IonSprayMS m/z=871. 2 [M+H] + 

11- [4- (3-^-iH-l, 2, 4-hU7y-;U-l--f;p) 7^ 

/M 75y-n-7-**«>-3-o- (2-eusw 7tf;p-5-o-fv 

h 

■H-NMR(300MHz,CDCl3) 5 (ppm) : 0. 80(3H, t, J=7.3Hz, 14-CHa), 2. 30(6H, s, 3' -N 
(CHa) 2 ),2.38(3H,s, triazole-CHa) , 2. 99(3H, s, 6-0CH 3 ) , 5. 04(1H, d, J=l 1. 0Hz, 3-C 
H), 7. 20-7. 24(lH,m, pyridine-CH), 7. 37(lH,d,J=7. 8Hz, pyridine-CH), 7. 69(lH,dd 
d,J=7. 6, 7. 6, 1.9Hz. pyridine-CH), 7. 75(1H, s, triazole-CH), 8. 52-8. 53(lH,m, pyr 
idine-CH) 
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11- [4- (3-/^-2H- 1, 2, 4- h»J7'/-;P-2— O10 75P 
;U] 7>;-ll- T t+y-3-0- (2-f'JyJP) 7-fe3^- 5 -O-fy 

f5z^-6-0-^^xiJXD/7-f K A 11,12— tH^' Jy**-A;i- 
h 

IonSprayMS m/z=871. 2[M+H] + 

'H-NMR (300MHz, CDCh) 6 (ppm) : 0. 80 (3H, t, J=7. 3Hz, 14-CH,), 2. 30 (6H, s, 3' -N 
(CH 3 ) 2 ) . 2. 44 (3H, s, t ri azol e-CH 3 ) , 2. 99 (3H, s, 6-0CH 3 ) , 5. 04 (1H, d, J=l 1 . 0Hz, 3-C 
H) , 7. 20-7. 24 (1H, m, pyr i d i ne-CH) , 7. 37 (1H, d, J=7. 8Hz, pyr i d i ne-CH) , 7. 69 (IH, dd 
d, J=7. 6, 7. 6,-1 . 9Hz, pyr i d i ne-CH) , 7. 96 (1H, s. t r i azo 1 e-CH) , 8. 52-8. 53 (1 H, m pyr 
idine-CH) 

^4 3 11^ [4- (4-y^D7DfJ[,-lH-<$y>/-;i,-i- < 
)V) 75 7-11-7^*^-3-0- (2-e»JS?;P) Ttt)V-$- 

o-7 ; yii-5-;p-6-o-^5 1 ;i/X'j7.py 7< Ka 11.12— *-f $Mj y *a 
10,ll-7>t Ka-2' -o-7ir^;p- 5-0-xV-^5-^-12-0-< 

UXny^fKA O.157g(O.I9Ominol)£#%0i|l iH«fc^j«L&4- (4-x 
^yD^-lH-^y^-iH^) ^^7S> O.I70g(0. 948mm 
oD^ffl^x^MM 1 iK«O»fPKi«k0 8il2fl:^«j 0. 170g£#fc. 
IonSprayMS m/z=896. 5[M+H] + 

'H-NMR (500MHz, CDC1,) 6 (ppm) : 0. 81 (3H, t, 1=7. 5Hz, 14-CH,), 2. 30(6H, s, 3' -N 
(CH 3 ) 2 ), 2. 99(3H, s, 6-OCHa), 6. 65(1H, brs, imidazole-CH) , 7. 30(1H, brs, imidazol 
e-CH) 

3«S|44 II- [4- (4, 5, 6, 7-fh7kh'D-lH-^>X<$ 

1—fjW 757-11-^*^-3-0- (2-e'Jvi) 

7*3^-5-0-TV^5x;P-6-0-*^XU*n/7< K A 11,12- 
1M £ ij y // # - a* / - H <Z)£fi£ 

10,ll-7>t: HD-2' -0-T-t^)V- 5 -O-xVtfS 2-0-< 

5^/y****^-3-o- (2-euv;p) 7-tr^- 6 -o-*^x 

U*n/5<KA 1.60g(1.93mmol)t##^ji < h^{3^ L ^ 4 _ (4, 5, 
6, 7-rh7kfP-lH-^>X-f5^y-^-i->f^) 7^75> 
1.90g(9.83Dol)«ffi^f MM1 £E«©»flM;:«fc0*Efc£fc 1.55g*fcfc. 
IonSprayMS m/z=910. 2 [M+H] + 
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'H-NMR(500MHz.CDCl 3 ) <5 (ppm) : 0. 81 (3H, t, J=7. 5Hz, 14-CHa), 2. 30 (3H, s, 3' -N 
(CH 3 ) 2 ) , 3. 01 (3H, s, 6-OCH3) . 5. 06 (1H, d, J=l 1Hz. 3-CH) , 7. 28 (1H. s. imidazol e-CH) 

3O£0iJ45 11- [4- {\U--i^y^-)V-l-1)\,) - (E) -2-7 
t--;P] 7$;-ll-f^^-3-0- (2-fcrusW) 7-tr^- 5 -o- 
tW^-)1- 6-0-pC^;px'JXDy 7< h*A ll, Xl—^r-i $ >J v ^-h-n 

I0,ll-7>h FD - 2" - O-7-tr^- 5 - 0-^7-9-5 -Jl.-12-O --f 

^yuM;^-3-o- (2-t?>jy;!,) 7-fe^»- e -o-*rP;i,x 

UXD/^KA l.69g(2.O4mmol)£##0iJl <hl^*£K£fi!c L£ 4 - (lH-< 
5f/-**-l--fj|,) - (E) -2-7x^;P75> I.40g(l0.2mmol)£ffl^ 
X%W\ 1 il^^<DW{cj: O^fBfk^ 1. 27g£'#£o 
IonSprayMS m/z=854. 4[M+H] * 

'H-NMR(500MHz, CDCh) <5 (ppm) : 0. 81 (3H, t, J=7. 5Hz, 14-CH 3 ), 2. 30(6H. s, 3* -N 

(CH3) 2 ),2.97(3H,s,6-0CH3),5.76(lH,dt,J=15,6Hz,CH=),5.86(lH,dt,J=15,6Hz.C 
H=), 6. 98(1H, s, imidazol e-CH), 7. 48(1H, s, imidazole-CH) 

^4 6 11- [4- (1 H-<$yy-;i,- i -Dl) - ( Z ) -2-7 

75^-11-^**^-3-0- (2-truv;i/) 7-fe^;u- 5 -o- 

^V1i-5-;i/-6-0-^5 L ;i,x>JXD/7'f KA ll, 12-1M * U y **-/\* 

10, ll-7>t KD-2' - 0-7-fe^;P- 5 -;i,-i2-o--f 
^>/iJMJH-Jl,-3-0- (2-f'JyJP) 7-fe^;P-6-0-^^X 
UXD/^^Th-A 1. 95g (2. 36mmol ) t^M 1 t m®lZ&ifcLtz4 - (1H--T 
fj|,> - (Z) -2-^f^75> 1.62g(11.8mmol)£fflH 

rnmmi trnmnmrnz^ommikG® i.2o g £#£. 

IonSprayMS m/z=854. 4[M+H] + 

'H-NMR(500MHz,CDCI 3 ) <5 (ppm) : 0.82C3H, t, J=7. 5Hz, 14-CH 3 ) , 2. 29(6H, s, 3' -N 
(CH 3 ) 2 ) , 2. 93 (3H, s, 6-OCHa) , 5. 68 (m, 1H, CH=) , 5. 83 (1H, m, CH=) , 7. 06 (1H, s. imi daz 
ole-CH),7.60(lH,s, imidazole-CH) 

3IWJ4 7J1- [4- (lH-i-5yy-;U-i-<;p) _ 2 -^x;P] 
75/-ll-7 r ^i>-3 -0- (2-fcT»Jv;P) T^)V- 5 -0-rVt)-$ 
-;p-6-o-^^;kxuxp/7-r KA 11,12— tH^U y*#-A**-h© 
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10, ll-7> t Ko-2* -0-7-t^)l- 5 -o-xyu-5-;p-i2-o--f 
*?W)lil)\,#-)V- 3 -O- (2-fcTUSW) T-fe^;u-6-o-/^x 
'JXDy 7< K A 0.294g(0.355miol)t##Ml tH«tC^fiKLfc4- (1H- 
-f 5 1 -2 -7?-;i,7 5> 0.240g(1.78mmol)^fflViTH 

jsw i t®m<Dmmz£r,mm{t£%) o.2oog£i§fc. 

IonSprayMS m/z=852. 4[M+H] + 

'H-NMR(500MHz, CDCI a) 6 (ppm) : 0. 77(3H. t, J=7. 5Hz, 14-CHa) , 2. 30(6H, s, 3' -N 
(CHa) 2 ) , 2. 97(3H, s, 6-0CHa) , 7. 02 (1H, s, imidazole-CH) , 7. 54(1H, s, imidazole-CH) 

&K01I4 8 11- [4- (3-kh-0 + y75;-lH-l, 2, 4 - h >J 7 

)V) -yj-M 75 / - n-x^v- - 3 - o- (2 - tru >?;p> 

7ir^;i/- 5 -0-77^5 6 -O-Z^xUXDy?^ K A 11,12- 

tH-^'J y*;*7-A*7-hRtfll- [4- (3-757- 1H- 1, 2, 4-h 
U7'/-*-l-fA) 7$y-l|-my-3-0- (2-^Jy 

)V) 7t^-5-0-fV1f$ZJl,-6-0-^^XUXDy7<h-A 11, 

8 Tf#fc{t&#jl. 67g(l . 86mmol)^^^ y — ^30ml iZfeML. 5 % A* 5 v 

: ?OD*;i,A-;<*y-J|,-25!S7>^-7*M = 20 : 1 :0. 1) \Z£QmM 
LT11- [4- (3-th'P + x7$;-lH-l, 2, 4 - K U 7 1 

r;p) 7^;p] 75 / -n-7^+>- 3-0- (2-tr«jv;i/) 7-t5 i ;i,- 
5-o-^y-tt$n;i/-6-o-y5 1 ;px»;xa/^< Ha 11, i2-iJ-< ? y „ 

^*-A^-h0.29g<hll- [4- (3-75/- 1H- 1, 2, 4-h<J77- 
)V-1-^)V) 75 7 -ll-7^+-> - 3 -O- (2-{fUv;W) 7-fe 

f;p-5-o-Tyt5^-6-o-/fjnijxny^ ka 11,12-iM 

^ U y^#-A7-H0. 33g£*§fc 0 
11- [4- (3-tHD + y75/-lH-l, 2, 4 - h >J 7\T-)U- 1 - 

7 5 y -ii-^^^->- 3-0- (2 - tr»jv;p) 7ir^;p-5 
-o-xv-tf 5 6 - o-y^;i,xuxpy ^-r ka 11, 12-1M 9 'J y t> 

IonSprayMS m/z=888. 4 [M+H] + 

'H-NMR (500MHz, CDCI a) 5 (ppm) : 0. 80 (3H, t, J=7. 3Hz, 14-CHa), 2. 30 (6H, s, 3' -N 
(CHa) 2 ) , 2. 95 (3H, s, 6-0CHa) , 5. 05 (1H, d, J=l 1. 0Hz, 3-CH) , 7. 22 (1H, dd, 1=6. 7, 4. 9H 
z,pyridine-CH),7.37(lH,d,J=7. 9Hz, pyridine-CH), 7. 68-7. 71 (lH.m, pyridine-CH), 
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7- 85(1H, s, triazole-CH), 8. 53(1H, d, J=4. 3Hz, pyridine-CH) 

11- C4- (3-757-1H-1, 2, 4-h'J7y-;Hl-<W 7* 

>l] T$/-ll-x^^-3_o- (2-t"Jy;P) 7t^-5-0-T7 

lt5_;i,-6-o-^;px'j^oy7^ K A 11,12— tH^U ? 
h 

lonSprayMS m/z=872. 4 [M+H] + 

'H-NMR(500MHz,CDCl,) <5 (ppm) : 0.8K3H, t, J=7.3Hz, 14-CHa) , 2. 29(6H, s 3'-N 
(CHa) 2 ) , 2. 97 (3H, s, 6-0CH 3 ) , 5. 05 (1H, d, J=l 1 . 0Hz, 3-CH) , 7. 21-7. 23 (1H, m, pyr idi 
ne-CH) , 7. 36(1H, d, J=7. 9Hz, pyridine-CH) , 7. 67-7. 70(1H, m] pyr idine-CH), 7 69(1 
H, s, triazole-CH). 8. 52 (1H. brd, J=4. 9Hz, pyridine-CH) 



14 9 11- [4- (2-7$y-lH-<$y>/-^-i- <M yj- 
7S/-ll-5r**v-3-0- (2-tf>j->*;i.) 7tfJP-5-0-rV 
f$_jP-6-0-^JHijx D y 7 < KA 11,12— y*#-A**- 

mmm2 OT*^fefb^0.150g(0. 166mmol)^/^y-;Ki^t. 

7>*_7* = 30: 1 : 0. 1) {CiOM^L. mL{^® 0.1IOg£f#£„ 
lonSprayMS m/z=871. 5[M+H] + 

'H-NMR (500MHz, CDC1 3 ) 6 (ppm) : 0. 80 (3H, t, J=7. 5Hz, 14-CHa), 2. 29(6H, s, 3' -N 
(CHa) 2 ), 3. 00 (3H, s, 6-0CHa), 6. 51 (brd, 1H, J=lHz, imidazole-CH) , 6. 59 (brd,' 1H, J= 
1Hz, imidazole-CH) 

mmmso n- [4- {m-^^yv-)v-\-^)V) y^M t%;- 

ll-^+x-3-O- (3-lfU->^) 7-fe^-5-0-xV1f5-i-6 

(1) E&#I*Ml9823628*f KfEiR© 10, U-7>fcKo-2'-0 - 7irV;P- 5 
-0-xyil-5-;P-6-0-^^;PxUXPy^^HA 264g(431n>molL 3- 
trU^gfgE • i£&i£l50g(864mmolh 1 -JL^)V- 3 - (N N-v*5f^7^ 
7) ^e^JM?^5H.itiS mTWSC-HCltBS-T) 165g(86lJ' 
ol). 4- (v*5^7S/) tfUv> (^TDMAPtfBS-T) 53g(431m m ol) , ifcffc* 
^l/>II00ilO«*«|ft 1 MT16tfflH«#Lfc. saws**: * nD **A I* 
OOml. *15Mil*fti**MtjHBg, *«*jrnn*^ATttffiLfc. HI 
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T-feh>-^-tJ->-h.jx^75>=10:30:0.3) iOMSU 10,11-7 
>h Kn-2'-0-7ii^^-5-0-T : yit$-;i,-3-0- (3-e'Jy^) 
7t^-6-0-^fjHiJXD/7< K A 189g£^£ 0 

CO{t^l88g(257iDiD0l)^xh7t: K □ 7 7 >1600oiI £N, N-v*^;U#;|, 
A75K (^TDMFtHST) 800ml (Djg^^^^L, *#T*;i^-;p- N, 
N'-^S^y-yM39g(90X, 771miDoIh *^b^hU^A30.8g 601, 
770n.inol) *H^JjP^90^ft^L7t o *#™&X5P^2000mL *2000ml SrJnAW 

-^*v><Dm.&®m-T?m&$i,LT. io,n-7>t h*n-2 , -o-7tf;i,- 

5-0-xV1t$-;P- 1 2-0-< =^y»j;i,^;p#-;i,-3-0- (3-e 
■J5W) 7t^-6-0-/f;H>JXD/7<KA 176g£f#fc. 
IonSprayMS m/z= 827. 3[M+H] + 

(2)±E(l)Tt#e>n^^^l.0g(1.2iDmol)^M^(iffl^, HJg^Jl tl^^ig 
f^^fT^oT. <ilErt;£#f0.9g£f#fc. 
IonSprayMS m/z=856. 2 [M+H] + 

'H-NMR(300MHz, CDCI 3 ) <5 (ppm) : 0. 80(3H, t, J=7. 5Hz, 14-CH 3 ). 2. 27 (6H, s, 3' -N 
(CH 3 ) 2 ) , 3. 00 (3H, s, 6-OCH3) , 5. 04 (1H, d, J=l 1Hz, 3-CH) 

nmmsi n- [4- (2, 4-v^^-iH-f$y>/- J ii,-i- <w 

77^] 7^/-l\-^^-dr^-3-0- 7-t^;i/- 5-0- 

7- y 5 - 6 - o - * uxd;mka 1 1 , 1 2- im * u y * * - a* 

%Mm5 0 (DT#fcfk^0.544g(0.66iDinol)^^{cffl^, HJgfcl 3 9£|^*£ 
<7>Jif££fTfcoT» Mi2ft£#j342mg£'#£ 0 
IonSprayMS m/z=884. 2 [M+H] + 

'H-NMR(500MHz. CDC1 3 ) 5 (ppm) : 0. 80 (3H, t, J=7. 3Hz, 14-CH 3 ), 2. 14 (3H, s, imida 

zole-CH3),2.28(6H,s,3 , -N(CH 3 ) 2 ),2.3l(3H,s,iiDidazole-CH3),2.99(3H,s.6-0CH 
3) , 5. 03 (1H, d. J=l 1. 6Hz, 3-CH) , 6. 53 (1H, s, imidazol e-CH) , 7. 30(1H, dd. J=7. 9, 4. 9 
Hz,pyridine-CH), 7. 73-7. 75(lH,n», pyridine-CH), 8.55-8. 56 (2H,m, pyridine-CH) 



52 11- [4- (lH-<5$r»/-;P-l— f;U) y^;H 7 $y- 
11-7-^+^-3-0- (lf7y>-2-fW 7tf^-5-0-r7^5z 
^-6-o-^;i,xijxoy7-f KA li f 12— -y-T ^ U y K©£ 
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(1) 10,ll-7>t Kn-2 , -0-7-fe^-5-0-5 ; y*5-;|,-6-0- 
^^x-JXD/^KA 54.4g(88.7 ffl mol). « v>Btt£24. 5g(l 77mmoO £ 
^fCffl^»J5 0(l)<tl^<i©^$fT^oT, 10.11-7>tKo-2 , -O 
-7-t^p- 5 -o-fyf^A- 1 2 -o~ 1$yW)V*)VX-)V- 3 - 
o - tr 7 sw7-t*;i,- 6 - o - * ^;px »j x a j ^ < p A 37. 6g£#£. 

IonSprayMS m/z=828. 3 [M+H] + 

(2) ±iB(i)T^enfc{b^i.og(i.2iinoi)^^(cffl^ v ^mmitmmo) 

IonSprayMS m/z=857. 2[M+H] + 

'H-NMR(300MHz,CDCl3) «5 (ppm) : 0.8K3H, t, J=7.5Hz, 14-CHa), 2. 29(6H, s, 3'-N 
(CHa) 2 ) , 2. 98 (3H, s, 6-OCH3) , 5. 07 OH. d, J=l 1Hz. 3-CH) , 8. 5-8. 7 (3H, m, py raz i ne-C 
H) 

^mM53 11- [4- (2, 4-^f;KiH-<$^/-;i,-l-^j|,) 

-o-xVif$-;p-6-o-^^;pxijXD/7f ka 11, 12— u-r * »j v * 

««»J5 2 (l)Tff/c^#,0.526g(0.64m m ol)^rai^^. ^M^i 3 9 
<Z>£f££rr&oT\ *IIBrt;^419ing£f#fc. 
IonSprayMS m/z=885. 2 [M+H] + 

'H-NMR (500MHz, CDC1 a) <5 (ppm) : 0. 81 (3H, t, J=7. 3Hz, 14-CHa), 2. 14(3H, s, imida 
zole-CHa), 2. 29(6H. s, 3' -N(CHa) 2 ) , 2. 31 (3H, s, imidazole-CHa), 2. 99(3H, s, 6-0CH 
a) , 5. 06 (1H, d, J=l 1 . 0Hz, 3-CH) , 6. 53 (IH, d, J=0. 6Hz, imi dazol e-CH) , 8. 52-8. 53 (2H 
m. pyraz ine-CH) , 8. 53-8. 64 (1H, m, pyraz i ne-CH) 



54 11- [4- (lH-<syy-;i,-i 75 y_ 
(^TV-)l-4~^)U) 



(1) 10,ll-7>t KD-2'-0-7-k^-5-0-^yit$-;i,-6-0 
-^fiU'JXoy^ KA 89g(145unol)/^7V-;i/-4--r;P^62 4g 
(436mioi)^^{3ffl^^J5 1 (1) tm&V>mft*ftte~> T, 10.1l-7>tH 
D-2 , -0-7-fe^;U-5-0-^y-tf^-;i,-i2-o-'f 5^/U***fc 
jp-3-o- (f7>/-^-4-rw 7-fe^;p-6-o-^^;pxrjXDy^ 
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-THA 39.9g£*#fc. 
IonSprayMS m/z=833. 2 [M+H] + 

«>-tB(i)ri»6nfcfl:*«o.9g(i.i«oi)*ic#R:jB^ 1 

f££rrfcoT. «gBft^r#J0. 75g£t#fco 
IonSprayMS m/z=857. 2 [M+H] * 

'H-NMR(300MHz,CDCl 3 )<5 (ppnO : 0. 82 (3H, t, J=7. 5Hz, 14-CH 3 ) , 2. 26(6H, s 3'-N 

(CH 3 ) 2 ),3.00(3H,s,6-OCH3),5.07(lH,d,J=llHz,3-CH),7.37(lH,d,J=1.5Hz thiaz 
ole-CH),8.76(lH,d,J=1.5Hz, thiazole-CH) 



55 11- [4- (2, 4-y7fj|,- 1 H-<^>/-^- 1 _^ w 
75 7-11-^^^-3-0- (?7V-^-4-<;i,) Tir^- 
S-O-rVirSz^-e-o-^iPxijxo/^ KA 9 V v 

««5 4(l)T#fcfl:d*0.53g(0.64«ol)ftJBC»fcfflv >% ^ 3 9t^ 
IonSprayMS m/z=890. 2 [M+H] + 

'H-NMR(500MHz, CDCh) 8 (pp.) : 0. 81 (3H, t, J=7. 3Hz, 14-CH,). 2. 15(3H. s imida 

zoie-CHs), 2. 27(6H, s, 3' -N(CHa) 2 ), 2. 32C3H, s, imidazole-CHa), 3. 00(3H, s, 6-OCH 
a), 5. 07(IH, d, J=l 1. 6Hz, 3-CH) . 6. 54 (IH, s, i m i dazo 1 e-CH) . 7. 37(1H, d J=l 8Hz th 

iazole-CH),8.76(lH,d,J=2.4Hz, thiazole-CH) 



5 6 II- [ 4 - (lH--f 1-^)1) ?T)V] 7$/- 

(l)*@#lf fflKUSS, 591, 837 ^SBm<Z>lO, 1 1 - 7 > t K P - 2 ' - O 4 " - O 

x>A 73.4g(8l,9 0 !ool). 4- (lH-<$^/-JH l -^fW 7 f ^ 7?v 
45g(0.32iol), i. i. 3 , 3-xh7/^^v>5mI(40 a ,D l ol), 7-feV 
-Hj»700iloa*««. ttTWWLfc. SftSftftettiESIILftft 

U y£#-A-*-h#59.2g£#fc„ 
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tio £&*g£-#f£g£®x^;K500ml). ? nn-fcfrk (300ml) T*ifiai&> */l£14 
**»fc*MJtfA**«K:Ttttett£U imn*;PA(i000Bl)TttHJLfc. W 
M«**Ty*'>->A±Tft«««JBE»«L. ftSfLfcttttttfttl PESOta 

lftip*. ^Ltzmw^mmLx. n- [4- cih— rsy»/-^- 1 

7^] 7^y-ll-x^+^- 2 , -0-7-b^JU-5-0-7 ; V^5-;i/-6 

KA 'II, 12-1^ h42.5g£# 

IonSprayMS m/z=777. 3[M-H] ~ 

(2)±te(l)Tf#£ftfc-{fc£$l0.78g(1.0inmolh 1 - t°o-;p- 2 
0.42g(3.0mmolh WSC-HC 1 0. 59g(3. Ommol) . DMAP0. 12g(l. Ommolh ififc* 
^l">10il©S£fcfc, MT6«fW«^Lfc. ££^£4&£&foi£fb7 >tz-i; 
A7K8»fc&tt*nD*;PAT«iai. W«H*2%**fl:^-hu^A**«, £ 

*y-;U50ilfc*tfU MT14«fffl««iLfc. K«S^«$»£E« 

y'j*yM7A^D7hy77^- (mmm ?no*;uA-*^/ 

-)V-25%7>^-7A®Wi= 9 : 1 : 0. 1) tiOMU, SEft^ttO. 52g* 
IonSprayMS m/z=858. 3 [M+H] + 

'H-NMR (300MHz, CDC i 3 ) <5 (ppm) : 0. 80(3H. t, J=7. 5Hz. 14-CH,), 2. 27(6H, s, 3' -N 
(CH 3 ) 2 ) , 2. 99 (3H, s, 6-OCHa) , 3. 64 (3H, s, pyrrole-NCH 3 ) , 5. 00 (1H, d, J=l 1Hz, 3-CH) , 
6.0-6. 1 (2H, m, pyrrole-CH), 6. 60(lH,m, pyrrole-CH) 

11- [4- (lH--i^yV-)V-l 7 =y- 
ll-x^v-3-O- (2-^fJPf7 , /-;|,-4-< ; ll,) 7-fe^-5-0 

-xytf^-;p-6-o-p<^;i,x'jXDy ^< ka n, 12— »m z y 

^560<I5 6 (l)T#^n^ffc^#jl.0g(1.28mmol), 7>/-jp- 4 - 
^0.61g(3.85minol)^^{Cffl^. HJSfll 5 6 (2) <h TO© liftoff &o fSHB 
ft£$>0.2g£#£. 

IonSprayMS m/z=876. 3 [M+H] * 

'H-NMR(300MHz, CDCh) 6 (ppm) : 0. 81 (3H, t, J=7. 5Hz, 14-CH,), 2. 27(6H, s, 3' -N 
(CH 3 ) 2 ) , 2. 68 (3H, s, thi azol e-CH 3 ) , 3. 00(3H, s, 6-0CH 3 ) , 5. 09 (1H, d, J=l 1Hz, 3-CH) , 
7. 10(lH,s, thiazole-CH) 



WO 01/10878 

PCT/JPOO/05144 

32 

nmM58 11- [4- (1H--T ! -fj.^ 75/ _ 

ll-x^+>--3-0- (4-fcf>J v/a) r-t^;u-5-o-^yij-5-;i, 

6 U)T*§6tt;Hfc£tJ0.94g(1.2mmolh 4 - tf 'J $ ;Ugmo. 5g 
(3.6mmol)£IimKffi^ ^^5 6(2)<h|^«©^^ff^ o T^i2{b^0 24 

IonSprayMS m/z= 857.3[M+H]* 

'H-NMR(300MHz,CDCla) 5 (ppm) : 0.82(3H, t. J=7.5Hz, 14-CHa) , 2. 30(6H, s, 3' -N 
(CHa) 2 ) . 3. 00 (SB. s,6-0CHa) , 5. 09 (1H, d, J- 1 1Hz. 3-CH) , 7. 44 (1H, dd, J=5. 0, 1 . 5Hz 

pyrimidine-CH).8. 74(1H, d, J=5. 0Hz. pyr imidine-CH) , 9. 1 5 (1H, d, J=l . 5Hz pyrim'i 
dine-CH) 



5 9 11- [4- (lH-<syy-;|,- 1 7$/ _ 
TV^S-JKe-O-^fjUUXD/^ KA H,12-iM*U ^TJ-A 

mmm5 6 (I)T'f#6n£{t£#n.0g(1.28mmolh 1 H-Th7'/-jP- l 
^^0.49g(3.9mmol)^j^^(3ffl^» 5 6 (2) tmmv&ftZ'fjtS.-? xUW. 

it&m. 12g£f#fc 0 

IonSprayMS m/z=847. 3 [M+H] + 

'H-NMR(300MHz,CDCl 3 ) <5 (ppm) : 0.82(3H, 1, J=7. 5Hz, 14-CHa), 2. 29(6H, s, 3'-N 
(CHa) 2 ) , 2. 94 (3H, s, 6-0CHa) , 5. 10 (1H, d, J=l 1Hz, 3-CH) . 5. 1-5. 7 (2H, m. CH 2 C0 2 ) , 8 
91 (IH.s, tetrazole-CH) 

nmmeo n- [4- (ih-<^>/-;i,-i-^ w 75/-. 
xy^^-^-e-o-^^xuxpy^^ ka 11.12— !*-r^uy^*-/t 

£!S«5 6(l)T#5nfcfl:£ft 1.00g(1.28mmol)^^h^t K07 7 > 20ml 
{IOTL " 1 -hU7x-;M^-lH-<$^/-;^ 4 - M 1.42g(3 8 
Smmolh S>5^D^*****#3M'SH 0. 80g(3. 88nunol) . DMAP 47mg(0. 385m 
Ml)*M*ft|*.. 7<rcT6tfffl«#L£. RJ6«*5aLfefl. ^^JES^L 
T#en^3E*v'J*y;P*7A^DVh^77>f- (jgSISg: 7th>-A 
*-9->-r-Ux^»7S>=10: i 0 : 0. 2~* □ n*»A- * * 
>t_77K^M=20: 1 :0.1) T8« IT 2 ' > O- 7*7)1,- 1 1 - [ 4 - (1 
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H-^SW-fr-i-^M 7?Jl] 7>y-ll-my-3-0- (1- 
Mj7x-;Mf;P-lH-r^y-;p- 4 -^j|,) 7W-5-0-ry 

•y-^-ju-e-o-^^xuxD/^^ ka 11. 12— n-r ^ u y**-/**- 

Ztaltzftftl. 80t;T4«rM«#Lfc. MEMlfcft 

A-**y-Jl,-25X7>tx7*i§& = i0:. 1 : 0. 1~ 5 : 1 : 0. 1) T'MSSL 
StEfc^tt 0.48g£^fc o 

IonSprayMS m/z=845. 3[M+H] + 

, H-NMR(500MHz,CDCl3)«5(ppm) : 0. 80(3H, t, J=7. 5Hz. 14-CH,). 2. 18(6H s 3'-N 
(CH 3 ) ,) , 2. 98(3H, s. 6-OCHa). 5. 05(1H, d, J=l 1Hz, 3-CH) , 6. 96 (1H. s. imidazole-CH) 
7. 01 (1H, s, imidazole-CH), 7. 03(1H. s, imidazole-CH), 7. 51 (1H, s, imidazole-CH). 
7. 57(1H, s, imidazole-CH) 

mmrnei 11- [4- (1 H--rs*v-;p- 1 — r;p) 73^] 7;y . 

xVtJ-s-;i,-6-o-^^;i,xijxpy 7< Ka 11. 12— u 

(l)*««5 6(l)T1»6nfcft*«i5g(6.4Miol). * □ DBftft*tt3. 08 ml (18 
■ol). DMAP0.78g(6.4mmolh ttfc**l,>5Oil0«a»*. tt?4*mft*L 

(KTiPEtw-r. ) oamtA^miT, u- u- (1H 

7*=f-)V) - s-o-fy^-^-e-o-xfjuuxD/HHA 11 i 

IonSprayMS m/z=853.5 [M-H] - 

«)±t3(l)T»fcft^#i0.300g<0.350ool) 1 -f 5 ^/-;U0. 075g(l. OShoI). 
hUx^75>0.l77g(I.75mmoI)©jg^^l20 , CTl^^ft^Lt. 
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*-25X7>*_7*** = 30: 1 : 0. 1) T*«LT*Efc#*sO. 250g**fc. 
lonSprayMS m/z=845. 4 [M+H] + 

'H-NMR(500MHz,CDCla)<5(ppoO : 0. 81 (3H, t, J=7. 5Hz, 14-CHa), 2 30(6H s 3'-N 
(CHa) 2 ) , 2. 98 (3H. s, 6-OCH3) . 6. 93, 7. 03, 7. 04, 7. 1 1 , 7. 48, and 7. 57 (s, each' 1H, im 
idazole-CH) 

mmme2 11- [ 4 - (ih— r r;w t^i/i 7*/- 

ll--^+->-3-0- (2-tT'J K>-l--f jP).7*^*-5-0-?y* 

*M 5 6(l)Ti^ ftfcfc^ftO. 50g(0. 642mmo]) £ h^X > 10ml fc»*L . 
2-fcf'J K>- 1 -»fc0.30g(l.96niol). ^D^^^-f S K 0. 
40g(1.94molh DMAP 16mg(0. 131nol) fcJI&iD;!. 70rT8tf fflft#.Lfc] S*6 

Me*****/-* WTT4*«M#Lfc. K«««»«L« 

BEBILtft. yUW*7A^D?h^7^- (JSftfte: *dp**a- 
^^y-*-25%7>t=7**«-I0: 1 : 0. 1) TlfM LT4IB5{fc£#> 0.55g 

lonSprayMS m/z=872. 3 [M+H] * 

'H-NMR(500MHz,CDCIa)<5(ppm) : 0. 82(3H, t, J=7. 5Hz, 14-CHa), 2. 31 (6H s 3*-N 
(CHa)a),2.98(3H,s,6-0CHa),5.07(lH,d,J=llHz,3-CH).6.22(lH.dt J=6 7 1 2Hz 
pyridone-CH) , 6. 57(1H, d, J=9. 2Hz, pyridone-CH), 6. 93(1H. s, in. idazole-CH) 7 02 
(1H, s, imidazol e-CH) , 7. 25 (1H, dd, J=6. 7, 1 . 2Hz. pyridone-CH) , 7. 39 (1H, ■ pyr ido 
ne-CH),7.47(lH,s, imidazol e-CH) 

**« 63 - »" [4- (1H— 7*/- 
ll-x^v-3-O- (4-tfU K >— 1 — f ;U) 7 t^-5-0-rVif 
5-*-6-0-^JHU^n/M KA 11, 12-9-f* U h 

3feJfiW6 1 (1 >^^^^^^#j0.50g(0.584mniol)^DMF lOiltCfcflSU 4-fc 
KD + xtTUv> 0.56g(5.89w>l), 3«7ft*U^A 0. 29g(l. 75mn>ol) , MJX 
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*°d*^A-**/-;u-25X7>*-7*&&=1()- 1 -0 
1) K«k0tt«LT. g£ft;£ft 0.31g^^^„ 

IonSprayMS m/z= 872. 3[M+H] + 

'H-NMR(500MHz,CDCl3) a (ppm) : 0. 82(3H, t, J=7. 5Hz, 14-CH 3 ), 2. 18(6H, s 3'-N 
(CH 3 ) ,) , 2. 96 (3H. s, 6-OCHa) . 5. 05 OH. d. 1=1 1Hz, 3-CH) ,6.41 (2H, d, J=7. 9Hz,' pyr id 

one-CH),6.94(lH,s,imidazole-CH),7.03(lH,s,imidazole-CH),7.39(2H, d, J=7 9H 
z,pyridone-CH),7.50(lH,s, imidazole-CH) * ' . ' 

*im 6 4 11- [4- (lH-<5^/-»- l-^)V) 7*y- 
11-7-^-^^-3-0- [2- (**>x;u*-;p7S/) 7-fe^;p] -5-0 
-Ty^z^-e-o-^inij^oy^ ha 11,12— 

(l)*lfi«5 6(l)T#Snfcft^«f3.0g(3.85iiol)". N— COSM,**** 
yU-»2.4g(11.6moI)*K»CfflV^ ^ififll 5 6 (2) £®®<D®ft*: 
fffcoTll- [4- (1H-- f3*V-*-l— f*> 75/.!,.- 
**^-3-0- [2- (^>S?;P^-+^*^jl5-;p) 7S/7ir?;[,] -5- 

0-ry^>^-6-o-^;nij7n;7< HA 11. 12-tM- * y 

-A'*-H2.7g£f§£ 

d Oft««2. 7g(2. 9mmol) £DMF30ml £»*.L-f = ^/-*0. 4 g(5. 8mmol) Srira*. 
? □ □ h U X^;P^^ >0. 54ml (3. 2mmol) ©DMFi§j& (5ml) £ 5 L £ 

7-f-*«jK : «crp*;PA-^^/-;p-25»7>tX7*»»=9 • 1 0 ') 
CJ:0»«LT. 11- [4- (lH-^^/-;p- 1— f/M 7 V, 

(75y7ir^;P) -2' -o- h ux^xu;i7- 5 
-0-T7t$z;i,-6-o-^;n.jXDy7< ha 11, 12-^ * U » * 

rt-A*-M.14g*fcfc. 
IonSprayMS : m/z= 908. 5 [M+H] + 

(2>±e<l)T»Sftfcfc£fc l.lOf(l.ll«ol)teUS?> 20«lfc**U 
>W_MD'Jh* 0.3ml(3.88mmol)£^TU MfcTl*WftJ*i,fc. 
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7A^D?hy77^- (ttiK : 7t h >-a**> - h ijif^75 > = l 

0 : IO:0.2-iroD*;UA-^^y-;p-25X7>^-7*»«=20- 1 "0 1) 
T*«SLT11- [4- (1H-- f5^/-*-l— fjj,) 7 , y _„_ 
[2- (**>x;Mv-;|,7*y) 71i3MH -2'-0-h 
■Jx^yUJl,-5-o-fv^-;i,-6-o-^;n.jxDy7^-A 

11.12-iM' ^Uy^-z^-h l.09g*»&. 
(3)±E(2)T'#^n7tfb^^ 0.30g(1.21miDol)&^h7hKn7 7> 3 m nc^ 

- (igUtifc : ?nn*)\,A-*f y-)\,-25%7y^-y?k m % i =2Q • 1 • 0 1-* 
10: 1 :0.1) T^SLT^iSfk^ 0.21g£#fc., 
IonSprayMS m/z=872. 3[M+H] + 

'H-NMR (500MHz, CDC1 a) 5 (ppm) : 0. 82 (3H, t, J=7. 5Hz, 14-CHa), 2. 27(6H, s, 3' -N 
(CHa) 2 ) , 2. 98 (3H. s, SO.CHa) , 3. 05 (3H, s, 6-0CHa) , 5. 09 (1H, d, J=l 1Hz, 3-CH) , 6. 95 
(1H, s, imidazole-CH) , 7. 03 (1H. s, imidazole-CH) , 7. 49(1H, s. imidazole-CH) 



65 11- [4- (lH-f5^/-;Kl-f;i,) 7*3^] 75/- 
[2- (N-^>XWz;P-N-^j|,7$;) 7 
-5-0-TV^^-6-0-^;HijXD/70'A 11,12- 

^WJ6 5 (2)Ti5n/cM 0.40g(0.406nunol)^^K^k Ho7^>8ml 
K&fl¥L*&fl;;*j U 7 A 25mg(0.446mmol)*Jjnx.T^SHT107>F B m^Lfe^ 
v^Hfcgi? 42 W l(0.444 n .moI)^^TL^T3Br B m^tfc 0 S^^PO 
*;PAT#|RU fi&ft^7>^-7A7K^. 1X7KS?^KU7A7K^ & 

nZtircitSMZzrh^ t KP7:7>4iDlKj§fl?U 3Xi£& 4ml^^TLT^ 

fc*, ->U*y;U7J 7 A^p-7N^7-7^- (iiS^Do^A-^/- 
^-25X7>*_7*&i&=20: 1 :0.1~10: 1 : 0. 1) T*g§3 LT*£I2{t;£t, 
0.08g£#fc. 
IonSprayMS i/z=886. 3 [M+H] + 

'H-NMR(500MHz,CDCla)<5 (ppm) : 0. 83 (3H, t, J=7. 5Hz, 14-CHa), 2. 27 (6H, s, 3' -N 
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(CH 3 ) 2) , 2. 98 (3H, s, S0 2 CH 3 ) , 3. 00 (3H. s, N (CHa) SO,) . 3. 02 (3H, s, 6-OCH3) , 5. 07 (Iff. 
d, J=l 1Hz, 3-CH) , 6. 95 (1H, s, imidazo le-CH) , 7. 04 (1H. s, imidazol e-CH) , 7. 49 (1H, s, 
imidazole-CH) 

mmm66 n- u- (iH-f^^/-;i/-2-^^) y*)V] r^y- 

-0-^f;HiJXD/7< K A 11,12— IJ-fiMJ 
I0,ll-7>t HP-2 , -0-T-b^;P-5-0-xV-ti-5-;i,-l2-0-'f 

$^^>j;u*;^-;i,-3-o- (2-fcTUv;u) 7-fe^;i/- 6 -o-^^x 

0. 832g(l. Olmmol) <h 4 - ( i H--f 5 2 --f ;P) 

^^;P75> 0.700g(5.03mmol) ^, %faM 1 il^^OD^f^^fr^o 

T, 0.400g£#>t. 
lonSprayMS m/z=856. 4[M+H] + 

'H-NMR(500MHz,CDCl 3 ) <5 (ppm) : 0.80(3H, I, J=7. 5Hz, M-CHs), 2. 30 (6H, s, 3* -N 
(CH 3 ) 2 ), 2. 89(3H,s,6-0CH 3 ), 6. 93(lH,s, imidazole-CH), 7. 11 (lH.s, imidazole-CH) 

7 11- [4- (l-^^-lH-<$y/-;|,-2-'f;|,) ^ 

;p] Tsy-n-x^-^^- 3 -o- (2 - try V)V) y±^)i- 5 -0-^7 
D-s-^-e-o-zfjuij^o; ka 11,12— tH"* u y^a-zx*- 

10, 11-7 >t Kn- 2' - 0-71r^;i/- 5 -;P-i2-0--f 
■5^/'J**J^-3-0- (2-t>JyjW 7"t3^-6-0-*3^X 
'JXDy^HA 0.086g(0. 104mmol)i:4 - (1 - ^f^- lH--f 
-2-<;P) ^;P7 5> 0.080g(0. 522mmol)^H^Icffl^, HJ&fcl 1 £[i^<D 
itft^frfcoT, <Hf2{fc£#| 0.024g£#fc. 

lonSprayMS m/z=870. 4 [M+H] + 

'H-NMR (500MHz, CDC1 3 ) 5 (ppm) : 0.8K3H, t, J=7.5Hz, I4-CH,), 2. 32 (6H, s, 3'-N 
(CH 3 ) z), 2. 98(3H, s, 6-0CH 3 ) , 3. 57(3H, s„. imidazole-CH,) , 6. 75 (1H. d, J=lHz, imida 
zole-CH),6.90(lH,d, J=lHz, imidazole-CH) 

mMM68 11- [4- (1H-1, 2. ( )V) 7? 

M 75y-ii-x^-+->-3-o- (2-tfUv;u) 7-t^;u- 5-O-xV 

^-^-e-O-^^HiJXD/^ KA 11.12— fr-f^Uy 
10,ll-7>t Kn-2* - O-7-fe^- 5 -O-xVlf 5XjU-l2-0--f 
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5^/u***«=^-3-o- (2-tr»jv;p) Tir?;u-6-o-^^x 

*J XU / yf K A .0. 72g(0. 87mmol) <h 4 — (1H— 1, 2, 4 - h ij 7 
3-<;P) ^;P75>0.61g(4.35miDol)^^{cfflV^ UMl^^W^ 
fr&oT, ^t2{k£$j545mg£|#£: 0 
IonSprayMS m/z=857. 1 [M+H] + 

'H-NMR(500MHz,CDCl 3 )<5 (ppm) : 0. 79(3H, t, J=7. 3Hz, 14-CH 3 ), 2. 30(6H, s, 3' -N 
(CH 3 ) 2 ) , 2. 90 (3H, s, 6-OCH3) . 5. 04 (1H, d , J= 1 1 . 6Hz, 3-CH) , 7. 20-7. 23 (1H. 0. pyr idi 

ne-CH),7.36(lH,d,J=7.9Hz,pyridine-CH),7.69(lH,ddd,J=7.9,7.9,1.8Hz,pyridi 
ne-CH),7.89(lH,brs,triazole-CH),8.52(lH,dd,J=4.9,1.2Hz,pyridine-CH) 

■*tt«6 9- 11- [4- (5-^-lH-l, 2, 4-hUTV-;P-3 

757-11-7^^^^-3-0- (2-t:ijyjp) 7-t^;p- 

5-0-tV^$Z^-6-0-^^Hijxd; 7 < K A ll,12-9--f^U^ 
10.11-7>t -O-T-tTK-S-O-TV-V-^-fr-n-O-l 

5^>/U;^;^-;p-3-o- (2-e'JvW 7-fe^- 6 -o-^^x 
KA 0. 68g(0. 82 mmol) £ 4 - (5 - *^J|,- l H- 1 , 2, 4- 
h'J7'/-;P-3-<W ^^75>0.63g(4.1mmol)^^(3ffltK £»J 1 

IonSprayMS m/z=871. 2[M+H] + 

lH-NMR(500MHz, CDC 13) , 5 (ppm) : 0. 80 (3H. t, J=7. 3Hz, 14-CH3), 2.30(6H, s, 
3'-N(CH3)2), 2.37(3H, s, triazole-CH3), 2.93(3H, s, 6-OCH3), 5.04C1H, d' 
J=11.0Hz, 3-CH), 7.21-7.230H, m, pyridine-CH) , 7.36(1H. d, J=7. 9Hz py 

ridine-CH), 7.69(1H, ddd, J=7. 3, 7.3, 1.8Hz, pyridine-CH), 8.52(1H, brd, 

J=4.9Hz, pyridine-CH) 

0 11- [4- (1 -i/*T)\,7=iyX)l*-)l- iH-<5y>/- 

;i/-4-<;p) yj-)v] 75y-ii-7 f ^x-3-o- (2-tf»js?;I) 7-t 
^fr-S-O-TW^-Jl-e-O-tTJlJLVzn;?^ ha 11,12— 

10.11-7>t h*D-2'-0-7ir^-5-0-xy-?t5x;i,-12-0-< 

5^'j;^tf-;p-3-o- 7-fe^- e -o-;wpx 

UXPy-7<KA 0.517g(0.625mmol)t4- (1 -y^^75/X^*z;i,- 
1H-- f*^/-;|,-4— f*) ^;U7=> 0.770g(3. 13mmol)^^tffll^ 
t^W^^ff/koT, «Eft:^« 0.510g*»fc. 
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IonSprayMS m/z=963.4[M+H] + 

'H-NMR (500MHz, CDC1 ,) <5 (ppn) : 0. 81 (3H, t, J=7. 5Hz, 14-CHa) , 2. 29 (6H, s, 3* -N 
(CHa) 2 ) , 2. 89 (6H, s, S0 2 N (CH 3 ) ,) , 3. 02 <3H. s, 6-OCH3) , 6. 86 (1H, brs. imidazo 1 e-CH) , 
7. 86(lH,brs, imidazole-CH) 

mmmi n- u- ^77-^-2-^1,) y^ji] 

+ x-3-o- (2-lf'Jx;p) 7iz^)U- 5-0-^7-9-$-^- 6-0-/ 
^H'JXD/^ HA lK12-1i-<^"J>y^^-A*/-h0^ 

i0,ll-7>fc KD-2' -0-7±^)U- 5 -0*fl/*3 x;i,- 12-0 — f 
5^/U^*;i,#-;|,-3-0- 6 -0-*7^x 

UXP/^'f HA 0. 53g(0. 64 mmol)£4- 2 7>;P7 

5> 0.302g(1.93mol)*Jg»Cffit^ ^Jgfll l t^wii^^ff fcoT. g£ 

IonSprayMS m/z=873.2[M+H] + 

'H-NMR (500MHz, CDC1 ,) <5 (ppm) : 0. 82 (3H, t, J=7. 3Hz, 14-CH 3 ) , 2. 29 (6H, s. 3* -N 
(CHa) 2 ) . 3. 01 <3H. s. 6-0CH 3 ) , 5. 05 <1H, d. J=l 1 . 0Hz, 3-CH) , 7. 1 6 (1H, d. J=3. 1Hz, th i 
azole-CH),7.22(lH,dd.J=7.3,4.9Hz,pyridine-CH).7.36(lH,d,J=7. 9Hz, pyridine 

-CH),7.65(lH,d.J=3.7Hz,thiazole-CH),7.69(lH,ddd,J=7.9,7.9,1.8Hz,pyridine 
-CH), 8. 53 (IH, brd, J=4. 9Hz,pyridine-CH) 

£tt«7 2 11- [4- 5-^)1,) 7=f-)\,\ 

^5>-3-0- (2-tTUv;!/) 5 -O-^V+rS-^- 6 -O- 

^^X'J70/7^f HA 11,12— tM ?'J y?tl-rt*-h<D'&f&, 

10,ll-7>t KD-2 , -0-7-fe^;P-5-0— rV»J-5^-i2-0— f 

$^/'J^M-;p-3-o- (2-tTUv;w 7-fc**-6-o-*.^;px 

»JXD/7-f FA 0.236g(0.285mmol)<h4- (^-^-tj- 5 

7^> 0.2g0g(1.43Mol)*«»ft:«ir», -^|sm'^H«0*fpfefr*:-pT. & 
12ft; M 0.060g^^fco 

IonSprayMS m/z=857. 4 [M+H] * 

'H-NMR(500MHz, CDCla) 6 (ppm) : 0. 81 (3H. t. J=7. 5Hz. 14-CHa), 2. 30(6H, s. 3" -N 
(CH,) 2 ), 3.01 (3H,s,6-0CH 3 ), 6. 78(lH,s. imidazole-CH), 7. 74(IH, s, imidazole-CH) 

£»W7 3 11- [4- (1, 2, 3-f7y7y-jH4-fW 7J-)V} 

75/-n-x^v-3-o- (2-fc?Uv;u) 7-t^;u- 5 -O-xV-tf 5 
^-6-o-^f;nu7D/7>f ha 11.12— tn^y? 
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10,ll-7>t Pa- 2' -0-7t?)l- 5 -0-xV-y-$z:;U-l2-0--f 

KA 0.12g(0.15 mmol)£4- (1, 2, 3-f7y7>/-jH4 
— OM ^^75>71mg(0.45niiDol)$^(;ffl^, 1 t |^^(D^^^ff 

IonSprayMS m/z=874. 3[M+H] + 

l H-NMR(500MHz,CDCla) 6 (ppm) : 0.80(3H, t, J=7.3Hz, 14-CHa), 2. 31 (6H. s, 3' -N 
<CH3) 2 ).2.96(3H.s,6-0CHa),5.04(lH.dJ=11.0Hz,3-CH),7.20-7.23(lH,ffl;pyridi 

ne-CH).7.37(lH,d,J=7.3Hz,pyridine-CH),7.69(IH,ddd,J=7.9,7.9,1.8Hz,pyridi 
ne-CH), 8. 26(1H, s, thiadiazole-CH), 8. 53UH, brd, J=4. 9Hz, pyridine-CH) 

^ 74 ll " C4- (2-^;hf7V-;u-4-<^) y^;p]'7$y 
-11-^**^-3-0- (2-e>j^;i/) 7-fe^;u-5-o-^vit$-;p- 

10.11-7>t Kn- 2* -0-7**^-5-0-7*7*5=^-12-0-* 
3^/y***tf=;i,-3-o- (2-tfUv;P) 7ir*;p- 6 -O-y^x 
,JXD/7 ^'A 0.26g(0.31 niiD0l)t4- (2-^^;u^ 7 y_ ;1/ _ 4 _ <;u) 
^;P7$>0.16g(0.94n.iDol)^M(c/HV^ ^Jfi^j i t^Of^^fr^o T 
^I2<t£#n76mg£f#fc 0 

IonSprayMS m/z=887. 3 [M+H] * 

'H-NMR(500MHz, CDCla) 5 (ppm) : 0. 80(3H, t, J=7. 3Hz, 14-CH 3 ), 2. 30(6H, s, 3" -N 
(CH 3 ) 2 ) , 2. 67 (3H, s, th i azo 1 e-CHa) , 2. 99 (3H, s, 6-0CHa) . 5. 05 (1H, d. J=l 1 . 0Hz, 3-C 
H),6.73(lH,s,thiazoIe-CH),7.22(lH,dd,J=6. 7, 4.9Hz, pyridine-CH), 7 37(1H d 

J=7.9Hz,pyridine-CH),7.69(lH,ddd,J=7.3, 7.3, 1.8Hz, pyridine-CH). 8.52(lH,'br 
d, J=4. 3Hz, pyridine-CH) 

mmm7 5..Al- [4- (2-7$yf7y-^-4-fJl,) yiFfrl-rsy 
-11-7**^-3-0- (2-fc'U^) 7ii?;U- 5-0-77tr$x;i,- 
e-O-^jPxUXD/^ KA N,12-tJ--i'^U. y /7^- A ^_ h£D ^ 

10,ll-7>t HP-2'-0-7-fe^)l,-5-0-5 ; yij-5x;P-l2-0-< 
5^/u;^;^x;p- 3 -o- (2-e«Jv;» Ttt)U- 6 -o-^^x 
'JXay 7< KA 0.16g(0.19mmol)i:4- (2-7$/f7'/-;p-4-^ ;1 ,) 
^;P7$>0.10g(0.58miDol)^^Hffl^ % HMfcl 1 £H«©«fp£fffc^T 
^I2{t^#l42ing^^fc. 
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IonSprayMS m/z=888. 4[M+H] + 

'H-NMR(300MHz, CDC1,) 5 (ppm) : 0. 81 (3H, t, 1=7. 2Hz. 14-CHa), 2. 31 (6H, s, 3' -N 
<CH») a) . 2. 97 (3H. s, 6-OCHa) . 4. 90 <2H. br. th iazo 1 e-NH 2 ) . 5. 06 (1H. d. J=l 1 . OHz, 3- 
CH), 6. 12(1H, s, thiazole-CH), 7. 20-7. 24(lH,m, pyridine-CH) , 7. 36(lH,d, J=7. 6Hz, 

pyridine-CH),7.69(lH,ddd,J=7.8.7.8,1.9Hz,pyridine-CH).8.52-8.53(lH,l,pyr , 
idine-CH) 

mmmie n- [4- <*7y-*-4— m 75;-n-xt 

(2-fcf>Ji*;P) 7±?)V- 5 -o-xv-y-^ -ju- 6 -O-* 
fAZUXny^ KA 11, 12 — -th-f ^ U y**-/X*-h®<&jfc 

10,ll-7>t KD-2 , -0-T-fe^;U-5-0-7 ; y't5-;i,-12-0-'r 
55^UJfc&;P*=*-3-0- (2-eUv;U) 7*?*- 6 -o-^^x. 
'JXoy 7< K A 0.60g(0. 73mnioI) <h 4 — (^TV-JP- 4 --f ;P) ^^75 
>0.34g(2.18nDoI)SJg»K:ffl^. 1 tH*©»ffftff &oT. *£ft£ft 

360mg£#£. 

IonSprayMS m/z=873. 4 [M+H] + 

'H-NMR(500MHz,CDCla) <5 (ppm) : 0.80(3H, t, J=7.3Hz, 14-CH 3 ), 2. 29(6H, s, 3' -N 
(CHa) ,) , 2. 98 (3H, s, 6-0CH 3 ) , 5. 03-5. 06 (2H, n. 3-CH and 1 3-CH) , 6. 99 (1H, d, J=2. 4 
Hz, thiazole-CH), 7. 22(1H, dd, J=6. 7, 4. 9Hz, pyr idine-CH), 7. 37(1H, d, J=7. 9Hz, py 
ridine-CH), 7. 69(1H, ddd, J=7. 9, 7. 9, 1. 8Hz, pyridine-CH) . 8. 53(1H, dd, J=4. 9, 1. 2 
Hz, pyridine-CH), 8. 71 (lH.d, 1=1. 8Hz, thiazole-CH) 

%mmn n- [4- (4-^w7y-^-5-f;p) 7ne;n 7$ 
y-n-x^-+v-3-o- (2-eus?;p) 7-fc^jp- s-o-xy-tJ-s-i 

-6-o-^^;uxuxDy ^< ha 11,12-lM^U »; 9 hOStf, 
10, ll-7>t KP-2' -0-7^^;!/- 5 -0-tW^-)V- 12-0- 

<5^/u;p*;^x;p-3-o- <2~fcfysw 7t^-6-o-^^ 

l'JXoy 7 <HA 0. 72g(0. 87mmoI) <h 4 - (4 -^W77-^- 5 --f ;U) 
^oe;U75>0.41g(2.62mmol)*^{rffl^, «m £H«0»«sfcff&oT 

IonSprayMS m/z=873. 3 [M+H] + 

'H-NMR(500MHz, CDCla) 6 (ppm) : 0. 82(3H, t, J=7. 3Hz, 14-CHa), 2. 30(6H, s, 3' -N 

(CHa) 2 ),2.40(3H,s,thiazole-CHa),2.93(3H,s,6-0CHa),5.04(lH,d.J=11.0Hz,3-C 
H),7.22(lH,dd, 1=7.6,4.9,0. 9Hz, pyridine-CH), 7. 36(1H, d, J=7. 9Hz, pyridine-CH) , 
7. 69(1H, ddd. J=7. 6, 7. 6, 1. 8Hz, pyridine-CH) , 8. 52-8. 53(1H, m, pyridine-CH) , 8. 5 
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